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AB Compds. represented by the general formula (I) [wherein Rl, R2 = H, 
Cl-3 alkyl; R3 = H, Cl-6 alkyl (except n-butyl) ; R4 = H, HO, Cl-3 
alkyl; R5, Ar = (un) substituted linear or branched, satd. or unsatd. 
Cl-9 aliph. group, (un) substituted arom. carbocyclyl , C7-15 mono, di 
or tricyclic arom. carbocyclyl, 5- to 6-membered heterocyclyl , mono, 
di, or tricyclic heterocyclyl contg. 1-5 heteroatoms selected from 
N, O, and S for each ring; n = an integer of 0 to 2] were prepd. 
These compds. exhibit an activity of bringing about a high blood 
glucagon-like peptide (GLP-1) concn . which in turn increases the 
secretion of insulin by acting on .beta, cells of insula Langerhansi 
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and thereby lower blood glucose level and are therefore useful as 
diabetes remedies, preventives for chronic complications of 
diabetes , antiobesity agents , and so on . Thus , 0.3 mL 
2-isopropylaziridine (prepn. given) was added dropwise to suspension 
of 300 mg phenyl (2-mer cap tophenyl) me thanone (prepn. given) in 3.0 mL 
2,6-lutidine at room temp, and stirred at room temp, for 3 h, 
followed by adding 1.0 mL coned. H2S04, and the resulting mixt. was 
boiled for 3 h and vacuum- dis td . to give 68% 3-isopropyl-5-phenyl- 
2 ,3-dihydro-l,4-benzothiazepine (II). To a soln. of 180 mg II in 
3.0 mL CF3C02H was added 1 . 0 mL 30% aq. H202 at . apprx . 0 . degree . , 
and stirred at room temp, overnight, treated with 10% aq. sodium 
thiosulfate and satd. aq. NaHC03, and extd. twice with EtOAc twice. 
The ext. was washed with satd. aq. NaCI, dried, coned, under reduced 
pressure, and mixed with 3.0 mL 4 N HC1/1 , 4-dioxane , followed by 
gradually adding 200 mg Zn powder, and the resulting mixt. was 
stirred at room temp, overnight to give, after work-up and silica 
gel chroma tog. , the dias tereomer a and b of 3-isopropyl-5-phenyl- 
2,3,4, 5-tetrahydro-lH-l . lambda . 6 f 4-benothiazepine-l , 1-dione (III) in 
18 and 31% yield, resp. Ill at 10 mg/kg p.o. significantly 
increased the blood GLP-1 concn. in male Wister rats. A capsule, a 
granule, and a tablet formulation contg. Ill were described. 



RN 441013-71-4 CAPLUS 

CN Acetamide, N-propyl-2- [ I (3R, 5S) -2 , 3 , 4 , 5-tetrahydro-3- (1 -methyl ethyl) - 
1 , l-dioxido-5-phenyl-l , 4-benzothiazepin-8-yl] oxy] - , rel- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 
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RN 441013-72-5 CAPLOS 

CN Acetamide, N-propyl-2- [ [ (3R,5R) -2,3,4,5-tetrahydro-3- (1 -methyl ethyl) - 
l,l-dioxido-5-phenyl-l,4-benzothiazepin-8-yl]oxy]-, rel- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 

/* 

RN 441014-02-4 CAPLUS 

CN Acetamide, N-propyl-2- [ [ (3R, 5S) -2 , 3 , 4 , 5-tetrahydro-7-iodo-3- (1- 
methylethyl) -1 , l-dioxido-5-phenyl-l , 4-benzothiazepin-8-yl] oxy] - , 
rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 
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RN 441014-04-6 CAPLOS 

CN Acetamide , N-propyl-2- [ [ (3R, 5R) -2 , 3 , 4 , 5-tetrahydro-7-iodo-3- (1- 
methylethyl) -1 , l-dioxido-5-phenyl-l , 4-benzothiazepin-8-yl] oxy] - , 
rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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(57) Abstract: Compounds represented by the general formula 
[I]: [I] [wherein R 1 and R 2 are each hydrogen or d. 3 alkyl; R 3 
is hydrogen or alkyl(except n-butyl); R 4 is hydrogen, hy- 
droxyl, or Ci. 3 alkyl; R 5 is a cyclic, saturated or unsaturated C 3 -6 
aliphatic group, or a linear or branched, saturated or unsaturated 
Ci.9 aliphatic group; Ar is a cyclic, saturated or unsaturated C3-9 
aliphatic group, or a linear or branched, saturated or unsaturated 
Ci_9 aliphatic group; and n is an integer of 0 to 2]. The com- 
pounds exhibit an activity of bringing about a high blood GLP-1 
concentration and are therefore useful as diabetes remedies, pre- 
ventives for chronic complications of diabetes, antiobestics, and 
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M*DEii-r^^i^J;D«^T^it^>^t^^-oTV^ (Eur. J. 
Clin. Invest, i22t> ^15 4H> 1992^) . GLP-lfc 
5 £3-f >X U «fffitCfe#LT£ D , jEtilltliG L P - 1 

5n5^t*l§Sni^5 (Lancet, ^2i, I1 3 0 0I, 19 8 7 

(Endocrinology, il3 0#, I15 9I, 1 9 9 2 
10 , J3«©M^T (D i ab e t o 1 og i a, ^4 2i, 1856 

H, 1 9 9 9¥) ZtfrB, dMMommztvTbXfrlrZ.tQlii&fe^m? 

15 ^m\Z^Xh^r(Dm^m^LX(D^mmm^tlX^^ (Diabeto 
1 og i a, £§3 6#, f§7 4 1JC, 1 9 9 4$£XttBK I3 9t, ^1546 

I, 1 9 9 6*F) 

GLP-i©m^3iBK^^<ht*^^'r, *^m^^v^t 

^©fiJffl^/Citl-^^i^TO&n (Endocrinology, ^135i 
20 , 12 0 7 OH, 1 9 9 4^XteD iabetologia, £3 7#, %1 1 
6 3Jt, 1 9 9 4^) , GLP- iM^t^DStWfff^ 

*T£ £*ITV> 5 (Digestion, I54#, ^3 9 21, 1 9 

9 3f) = GLP - lg#l:J;!)ttf 

SflW* (Dig. D i s. S c i . , SI4 3#, Hi 1 1 3H, 1 9 9 8^ 
25 ) . 

**MOft^t«jfijfi««'bjfifl5l'r*flS^*«, #^¥7 - 5 0 3 7 2 
$ (OT, 5IMAtVi5. ) , #«¥8- 5 0 6 3 7 6*t&H (&T, SlfllBt 
Vi-5o ) , #^¥8-5 0 7 0 4 9%&m (SCF, 5I0HC£V>5. ) , #S¥1 
0-5 0 4 0 3 5#&fg (OT> §I^DtVi-5. ) , 0-279568 
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CUT. mmtteS. ) , BR&B#5WO0 0/6 1 5 6 B*Mm ( 
■KTF, 5MFtK*>. ) , J. Lipid Res., 36, ^110 6H, 1 
9 9 5£ (&T> ?MGtte5. ) > J. Lipid Res., 3 6, Hi 
0 9 8H, 1 9 9 5^ 3I0OH£V*5. ) , Drug Me tab. D 

5 i s po s. , 2 7, H6 3 7H, 1 9 9 9^ CBTF, 5109 1 £V>5o ) > C 
urr.Opin. Cardiovasc, Renal Invest Dr 
ugs, 1, %2 7 6J€, 1 9 9 9^ 5IMJ £V>5<, ) , J. Lip i 

d Res., 4 0,12 1 5 81, 1 9 9 9^ (£(T, 5I^KtU5. ) , 
An a 1. Biochem. , 2 8 2, H9 4H, 2 0 0 0^ (£TF, §105 L 
10 £^5. ) , BIR&B##WO0 0/3 8 7 2 5#&« C£TF, mMMtWo 
) , «MSfWO0 0/3 8 7 2 6^&« (£*T, flfllNtH'S. ) , BK 
WfWOOO/3 8 7 2 7^* (STF, 5I09O£M. ) , BR^BM 
WOO 0/3 8 7 2 8-ff&* 3I0|P£V>5. ) , BK&B##WO0 0 

/3 8 7 2 ZlMQtWo ) RrJf@B^B#-tWO 0 0/5 5 

15 3 5 5^fg (ot, ) Kiem£nws„ 

20 ie$ft£tn:&o, a^Ci-c.e, 2 ««i7;i/^r;H6S*-rs , 

sfe, §ima^sr©^^«, mftmw&mwttmfcmmTZMm&fc&m 

25 *£<Bg14©fc^JBifcT?*S. *fc*#tffcBw£ttTV:>Sflr&to#, 

Bwsttw&n. 

3Kffl#fF^3 3 6 2 9 6 2^ffi §I0ilS <hV>5. ) fctt, 1 
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fb^i^MT'&'bO©, ^>V^7ift?>#&©4-^fc: FP#, 4-ytF 
5 n,N-&tfrffrfe<fctf4, 5— **U-s>U *3fc93©l6B*T£<*l3ft# 

fc£«nr, SH±©fllffi^»ttrai;T?**^ *ffi§9©ffliii:tt^<H3ttt©^ 
10 K 

#WBS5 3- 6 5 8 9 (£TF, 9l0UT£tr>3. ) fcfet, 

1. 4-^>\/? 1 7i?t?>#&£#tf 3§tli£gt tfn-;V[l, 2-d] -1 
, 4-^>^7i?tf>TO^Wr^^WfB«^nTV^ 0 

#@#fFfg5 2 7 6 0 2 (KT> §I^UtV^. ) 1, 

20 4-^>V^7i?tf>#te£^tf3 1 xy [3, 2-f] -1, 4— ^>V^7if 

7;v*;i^»s^ttC3— c 7 s«7;^;PS*#-rs^«"p , *»9§©ft-& 

*56l9©ffljfet»±<H»tt©^V^J^"T?*«. SfcKWtttllwSn 
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-hnai, j\u*fy%=$>, kFn+yl, *;us;P75y 

^/x. n, n-^tu-;v7$/*> 7U-;v^~>*> 7U-;^;w*^ 
7U-;vx;i'fc;i/^^ N-7U-;i/x;Ww;KT5/x, n-7U 
io -;i/x;^n;i/7$yc 1 -c 6 7;WP75/s, n - 7 U -;ptjp*-^7 ^ 
;c r c 10 7;^;i/*;w\^-r n - 7 u -^x^-;^ 5;c r c 6 
7)\>3*z/%)Vtf-)i<m, 7U-;i/x;i/7r c e-r;i/*, 7U-;vx;V7 7 ; e<;v 
^v-s, 7U-;^x;i/7T^-f;i^c 1 -c 10 7;wv*;i'A ; e'r;i/^ 7U- 
7 ^ ;uc l - c 6 7^n^^*;^-;pas> n - 7 u -;v*;wtt-r ;v 

15 70-r;i/S> TD+^I, N-7Ul)im, N- ( N-7P-f;l/75y) c 

1 - c 10 7;WP*;wt^-f ji/*, N-Tn^ji/jsyCj- c 6 7;^:3*>'#;^ 
fc;^^, c 2 -c a 7;>*/-f;w^ c 2 -c 6 7;^y-r;^^>-^ n-c 2 
-c 6 7;^y-r;i-75/a, n, N-v-c 2 -c 6 7;v^y-r;w7^ys, n 
-c^c.m^s/i, n, N-^-c 1 -c 6 7;i/^;v75ys, n-c 
20 1 -c i0 7;p^;^;PA ; E-r;PS, n, n-s?- c 1 -c 10 7;w^;wt ; &-r 

N-C 2 -C 6 7JI/^MWM, N, N-^-C 2 -C 6 7;l^~ 

;^;w^-r;i/S> N-75 7c 1 -c 10 7;wi/*;w^^;i,s % n-c^-c 
e 7^3 ^^c ! - c x o 7fr*)Vtuw w n- c x - c .tvi^ sot^M? 
c ! - c 1 0 ; wt^e -f n - c x - c 6 7^n 3p ;vfc;i/7 

25 5;c r c 10 7;i^;p#;w w m n - c x - c 6 7 )),■$- )V7 

5 J C x - C 6 7)Va - )Vm, C i - C 6 7)V*r)Vttm. N - C a - C 6 

7^7^7 7^^^ N, N - ^ - C ! - C 5 7 Jl/+;i/7 Jl/7 7 ^S, 

c 1 -c 6 7;^;i'X;i/7^n;^ c 1 -c 6 7;p^;V7,;i/^n;i.s, c r c 6 

7)V3*is&, C r C 6 7Jl/3^^J^M, 75 y C 1 -C 6 7;Va^>- 
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N-C 3 -C 6 ^D7j^T5;S, N, N-y-C 3 -C 6 

v'^DTJWVTsys, c 3 -c 6 ^n7;wkt^>», n-c 3 -cv> 

mm% l < \tft&m<Dmn% v < \z*ma<D c x - c jsttts, c x - c 6 
7 - c 1 5 ^m^#^sx« 5 3g l < & 6 Rvummmm v < tt&mm?* mmm 

7JW*S, -hoS, AD^>I^ kl^D^yl, *)l$)V7$ 

)i*)vr^;m, n, n- ^7^^^1/75/5, 7^;u^;^*^s, 7^;p 

20 7==;m. N, N-^7U-;V75/«, 7U-;P^'>S, 7U-;V7JU*~ 

7U-;^;^^;i/^'>*> N-7U-;i/x;^-;i/75/*, n-7 
u -;i/x;v*n;i/7 5 / c x - c 6 7; wi/7 s / n - 7 u -^x;^ -;i/7 
s y c l - c ! o 7)V^-)Vts)vn^ n - 7 u -^tjm^i^ ^ / c l - c 
6 7^n^->#;i^n;i/S> 7U-;i/7>;V7 7 ; &-r;i/*> T'J-il'X^?^ 
25 )V**r*sm, 7U-;i'x;i/7r^;i/C 1 -c 10 7;wi/^;uA^;i/S, 7U 
-^x ;P7 r ^ )V c ! - c 6 r n - 7 u -)Vti ;w\^-r 

;i/S> 7Q^M, 7D^>S, N-7D-f;i/*, N- ( N-7CK;V7^y) 

c 1 -c 10 7;^;^;wt ; e-r;i/S, n-7ck;i/75/ c^-c^vn*^* 
c 2 -c 6 7;i/^jy-r;i/S, c 2 -c 6 7;i/#/-r;i^vS, n-c 
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N-C C 6 7)l*)V7 5. N, N-^-Cj-CsTK^SyS, N — 
Ci-CioT^+^^/W^S, N, N-5>- Cj-c 10 7;wi^*;wt^ 
<i)V&s N-c a -c 6 T;^-;i/*;ww;m, n, n-^-c 2 -c 6 t;v^ 

- c 6 T;i/n^v-c ! - c a oT;^;^^/^ ;t/g, n- c x - c 6 7;io^-># 
;M?-;pc x - c ! o 7;Mr;k*7;w w n - c x - c eT^n^^^n 
;i/7 5 y c ! - c 1 o 7)V^)Vti)vn^ im, n-c x -c 6 Tjvu^szuptf- 

c 1 -c 6 y;v^;i/x;i/7^^;i/», c^c^jv^vt,)^-)^ c 1 

^>#;|/fc;!/S> N-C 3 -C 6 ^D7W75/I, N, N—7—C3- 
C 6 ^7D7;WP75y^ C 3 -C 6 ->7P7;W^^rvS, N-C 3 -C 6 
15 'y^u7)V^r)Vt})Vn^jm, N, N-y-C 3 -C 6 y^nJWAJWW 

EH^L < b < WMn© C x - C 9 It«S, C x - C 6 7;i/3 

20 ^->J£, C 1 -C 6 7;WV5 1 ^S, N-Ci-CeTWTSyi, N-C x - 

c 6 rju&vfijwtt'f )vm, n - c x - c 6 7)v^)i^-tiJ)vn^ )v&& z & 

» rimihc^ o sfcrnMiuiH^ £ 1 d 1 l 5 m 

m^GL p - 1 mmzmj&tz z-tz&ftL, ^mm^mhrc 
*mm, ^>^7V¥>mmftRzs*:(DmmzMT5h<DT$>r), erne. 
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5 t°;i/S> -f yr/^Psk sec -T^Wk tert -^;i/S> ^>?;^ 
5i«07j^inxs7j^-ii/iiws u < , mzmm& 3 1 6 n& 

fiSH^OT^^atttt, WA.tf^DT'nif^iS, ->7P7?>«, x^p 

"O^I^ ^DA^M, ^DA^, S^P^^g, ~>^P 

/x;i/g^W£>ft, 4nr*>>'?n7*Dkrji^ y^n^JH, ->2p^> 

20 «»tt07;^-;HifcW:, M^^p^p^x;^ *>?n7xx;i/g, 
->#o^>xx;i/S, y^DA^t-JH, ->^DA^fnMS, 

7xx;i/s, ^^da^t^e z/2w\tt-)\,mmi)m£Li\ 
owm, i-?-75\>M^;i>g, 2-^-7^;m^;v«> 
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*, 2-?7?-)v*?)i>& a-*?-)w>V)\>&s y^^m^fimzv^ 

o 

5 75 /*, N-7xW75 7l, N- (3 -7iZJ^O 75/*, 
N- (l-^^loWW 75 71, N- (2-^-7^1/^^) 75/*, 

n- [a -75^ (i-^-t^w jWM 75/*, n- [a -75^ (2- 
75 7*, n— [o-x^P (i-^7^;i/) 75 

/S, N- la-X?)V *?)V\ 75/*> J?7x^W^ 

10 75 /a, n- (e^^iowi/) 75/*^»tfsn, ^t^n-^o^ 

JU75/*, N- (o-^H>'^) 75/*, N-7x^75 7l 

N, N-^-7y;i/*;i/75/*£&, 75 /*K±fe<Z>77;i/*;i/*^X« 
&L&a££*#U JWW9fcH0!!*.tfN, N-^>^;KT5/S, N, N-v 5 

15 (a-pWWOSW) 75 7*, N, N-^7x^75/I, N, N—7 
(3-7xx;i/7Dhf;W 75/*, N, N--7 (1-^7^;M5W 75/ 
S, N, N-v (2-^7^;i/75P;W 75/*, N, N-S> [a-*3\H/ (1 
-j-y?-)V) 75/*, N, N-v [a-/3My (2-^7^;U) 

;W 75/*, N-'OSW-N- (a-^WW^S^W 75/*, N-^> 

20 ^-N-7x^WS/S, N-'OSW-N- ( 3 - 7xX^7°D hT;W 
75/*^We»n, ^TfcN, N-v^>~7JV75/*, N, N-~7 (a- 
pWWOSW) 75/*, N, N-v7x*5P;V75/*^#W£bVi 0 

u A#«h:tt«^tf'<>^;^+^ai, a-^i^^s^*-*^*, 7x* 

25 ?)Vttz/& 3-7x-JV7°D^^I, l-t7fWh^l, 2-^7 
fWh^l, a-*?)V (l—f7^)V) ^h^>*, a-^^V (2-^- 

y^M /h^~>*, a-x^;i/ (i-^-7^;W /h*~>*, a-x^;v (2 
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^i^^W;^^!, 3-7xzi;^Dt!;^;pfc;^ 1- 
5 ^7^;i/;>wk27;i^x;i^ 2-^7^!/^i/#;M?xji/S, a-pWP ( 

x;i/», a-x^v (i-^-7?;v) ;*^;i^;>#x;i^ a-x^ (2-^- 

10 ;io&;i/#x;i/g, 7x*^;io&;w?x;i/S£##£Li>. 

n - 7 ;wx^ t a, * ^n^-f )imz±m<D7 

-jwwosw *;wtt^r;v*, n-7i^*wjh, n- (3 
-7xx;u7ntf;i/) ^wt^-r^S, N- (1-^-7^/^) ^wve-f 

15 n- (2-±7^;v^5 1 ;w #;ww;i/S> n- (a-y^w (1-^ 
7^;w ^)V) ts)vn^)vm, n- (2-^-7^) 
tDvn^jvm. n- (a-x^ (i-x7^;w tuw^-om. 
n- (a-x^;w (-2-^-7^) *?-)V) #;w^-r;i/g, n- (^7xx;p 
j>ww tuw^-ovm, n- (^7^;i/^^jw ^jp/tt^;ni^$ife 

20 n, #tMA^N-^>-7;^;w\ ,; e-r;^ n- (a-^wwosw) 
/ w n - 7 x^^;v*;w\^-r ;wK*asfiF* t v>. 

n - 7 u -;u7 5 y m t j& 7 5 y s fc±E© 7 u 

25 U ^(:^J^aN-7x^7$;i> N- (1-^7^;10 75 731, 
N- (2-^-7^) 75 7*^#W6n, ttfeN-7i^75;i^ 

N, N-5?7U-\fc75y*£tt, 75 7£fc±IB07U-;i^#xWftUfc 
£**»*U a#»fctt«*tfN, N-~77xx;KT5yg, N, N-5> (1- 
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i-y^)V) 75 SMs N, N-5> (2-*7?)V) 75 7S, N-7x^V-N 
- (l-i~y^)V) 75 7g, N-7i-;V-N- (2-^7^) 75 7S> 
N- -N- (2-^-7^1/) 75/S^WStl, *TfcN 

, N->>7xx;i/75 7g> N, N-S? il-iry^)V) 75 7£, N, N—7 
5 (2-^79^) 75;SWfl^. 

7;i^x;i^^s^W£>ti, 4n?t>7xx;p*;i/3fcxji/:t*^£^#ff* 

15 bl>. 

N - 7 U -^^;W*-;P7 5 7 £ ^ fct 7 5 7 g£±fB© 7 U 
*#N-raLfc*S**U A#Wfcttf9^«N-7x-;UX^*-;P75 7 
£. N- (l-^7^l7JM^x;i/) 75 78, N— (2-j-7?)WVft-)V 
) 75/S^WSn, #T I bN-7xXJU7Jl^-;i,75 7S, N- (2- 
20 ^-7^7;i/3j>-;i/) 75 7£^&*#£LK 

n - 7 u ;i/*x;P7 5 7 c i - c G 7)V*)V7 5 7 £ t 7 5 /£(c± 

fB©7U"^7;i/*n;P75 7S^^1"§Ci-C 6 7;Wl/m^N-B^bfc 
SfcltSfcU ^#65t«M^^N-7x-;U7;i/^-;i/75 7 7?Ml/75 7£> 

n- ( 1 — 7 xz:;i/x;i/*-;i/7 5 7 x^ju) 757*, n- (2-7x^7 

25 ;i/*-;i/75/X3MU) 75 7*, N-t7fjV7J^^75 7 75^1/75 7 
N- (1— ^7^7;i/*^75 7X^;i/) 75 7£, N- (2—^7^ 

;|/x;V4nx;v75 7x5 1 ;0 75 7SW#tfe>tu 4 I TfeN-7x-;vxM 
X^75 77^757S, N— ( 2 — 7 xX^7Jl/*x;W7 5 7 X3=-;W 75 
72PfrW*U>. 
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N - 7 U -)V7,)V*~)W 5 J C i - C i o 7)V^-)Vti)Vn^ )Vm t te> # )V 

^M)vn^)]/^ n- (i-7x^ji/*-jV7$;x^jv) *;w^^f 
5 n- (2-7x-Kji/»7$;xfji/) *;ww;i^, 

5 i ;V7 l ;^x:;i/7^7^^;i/*;i/A* ; e'i';ws, n- (i— i-y^ivzM-frr 
*;w^-r;pm, n- (2— ^7^x;i/*-;Kr$yx?\>i/) * 
;w\*^;i/*^We>tu *TfcN-7xx;i/7;M>;i;i/7$ y y^i^WN* 
^-cm n- ( 2 — 7 x - ;i/7 ;u*-;i/7 5 y x^;w *;wt*>r;p«, n- 

N - 7 U -)V7,)V*~)VT 5 / C i - C 6 7;m ^ -)\,&t N - 7 

u -;vy,;i/^n;P75 y c x - c 6 7^xi^^;i,fc;i/« t\t, ±ibon-7 u 
-;vx;^x:jp75 ;i^'c x - c 6 7;pn^^;i/^-;v*{c«f^ufc*^ic 

15 N-^7^;i/7;^x;w75yy h^>-*;i/fc;i/^ 1 - ( n-7ixj1/7jv 

^-;i,7^y) Xh^^MxM, 2- (N-7iXJl/7M-;V75y) 
ih^yAK-JHWf^tl, 4 3 T*fcN-7x-;i/7;^x:;i/75y^ h 

*z/%)Vtf~)V& N-±7^;P7;^x;i/7^yy h^r^;^x:;i/S^w 
20 7U-;wx;i/7T^-r^Si«, 7;W7 7^;i/SK:±fE©7U-;i/X/^gl& 

-;VS^fiMLfc*£;ii&U jy£W£temfc£7xx:;i,7;i/7 rt-fM^y 
25 t75 : MJl/77^JVt^vlWtf^n, *Tfe7xXJl/X;P7 7 ; E 

7 u -;px;p7 7 ^e-r ;i/ c ! - c ! o 7;i^^;k*^A^-r <t ±ta© 7 u 
, A#W^«f0x.^7x-;i/7;i'7 7 ; t'f;vyg 1 ;i/^;i/;w;^ ^-7?;i/7 
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7 u 7 ^ ;v c i - c 6 7;^ ;w#-;i^s t », ±ib© 7 u - 

jiT.jvyy^m^Ci - c 6 7;i/3*^*JW?=i;wifciitfti/fc*ft*#^, ft 

rt-fw b^v#;i^x;i/*^#tf e>n, ^t^xx^tji^t^-om 

n - 7 u ;wt ^ t ±ta<z> 7 u ;wt^e-r (cn- 

10 /W;i/*^*#tf£ft, tT?fe7xzMM^;i/S»^l^ 0 

7cK;i^£fck 5t7^#n;V»fc±IB©7U-;P«5&««ftLfcai***U, ft 

N-7D-r^«^tt, iBoju-i )vmffi^mm^\zmmhfzm^M.^u ft 

, 4n?fc^>y<;P75/£^##£U>. 
20 N- (N-7D-f;P75 7) d - Cio 7MJ^JW\ ,; E<JHtH tS)Vn 
; E-<;l/S^±f3©N-7o-r;i/75 7 Ci -Cio 7;WPX*««SlL&a&**# 

u a#«tefcimtfN- (n-^>v^;|/7$7pWW ^ww;^ n 
- (l- (N-^>y-r;i/75/) x^;w ^;wn^-t;^ n- (2- (n- 
^>\Af;P) 75/X5W n- (N-^7^#;MSx;Kr 

25 s/jWW #;w\*^;i/S, n- (1- (n-^7^#;I/#x;kt$/) x 
*;w?r&>r;n&» n- (2- (n-^73^#;i^x;i,75 7) x^jv) 

n^)vm. n- (2- (n-^>7^7$7) x^;w #;ww;vs^ 
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n - 7 p-f )vr 5 j Ci - c 6 7;io ^r->* j^^;p36 t 

St±IB©N-7n-r;V73 J Ci -C G 7;i/*;i/3&Wt&Lfc££j^U JM$ 

e5^ttM^^N-^>^;i/7^y^h^->*;^-;i^s> i- (n-^>vw 

jl/75/) ih^^M-M, 2- (N-^>W;i/7^/) ih^^JV 

15 c 2 - c 6 7;]/# y -f ^t^yi t a:, tc_tSB<z) c 2 - c 6 7;kfr / -f 

^y;^*^ -fv^u;i/^->«, ;tvu;^*i/i», <va 

20 v^o 

N- C 2 - C 6 7;i0& J -T JI/75 /gfcfcL 75ySt±l3©C 2 - C 6 7)V% / 

□ tf^n;i/75ys> N-^u;v75/a, n— rv^yji^/s, n 
25 N-^>^y-r;P7^ys^we.n, 4 j -rt>N-7-fe^75ys, N-y 

N, N- ^-C a -C 6 7;^/-f;V75/Sttt, 757Sfc±i2©C 2 -C 
;KF5/& N, N-v^Dtf^-n;l/75y*> N, N-^^U;W75/«, 



WO 02/053548 PCT/JPOl/11267 

16 

N, N-*MVyW)V7$;m, N, N-vAl/U;i/7$7S, N, N-SM 

u;kt5/*> N-7-fe5 L ;i/-N-eA*p-r^7^ys#^^f^n, *TfcN 

5 , N - *?7t9-)V75. N, N-^7°Dh°^;i/75yS> N, N-vM'y 
ypk°;l/75yS, N, N-y^75/& N, N-^tf/tP'OKfa 

N- Ci - C e 7JW1/75 7 S<h«> 75 1 fcV>l, 6ffl«fc Dfc* 

io iws;*, N-yntf;v75y*, n— rv^ntr^syat N-y^ 

)l7zi/M, N-^CV^)V7^y&, N-sec-7'W5;S, N-te 
rt-^75/S, N-^>^;t-75/g, N-^^>^75yS, N 

;V75/*, N-x^;i/75 7S, N-yntf;i/75y*> n— ryyotr^r 

15 S/g, N-y^;i/7$yS, T V^)V7^ N-tert 

N, N-v- d-Cem^Syitd 75/*fc**Klfc&>l/6 

^•;i/75/S, N, N-^X^;i/75 7S> N, N-^D tf;i/75 /3k N, 
20 N-SM vyotf;i/75y«, N, N-v^^KTa/g, N, N-^tert 

-7^;i/75/a, n, N-^>^;P75y*. n, n-s^v^kt^/S 
, N-x^;i/-N-^^;P7^ys, N-^^;i/-N-yne;i/75/a, n- 

-ryyptf;W-N-^5 1 ;l/75/S, N- t e r t - N - ^ 9SJV7 5 J 

Ms N-x.?)i-N-'(v'fu¥)V7*;mmmifzn, *t?%>n, n-s>* 

25 ^7S7S, N, N-^X^;U75y*, N, N-^-rV7 0 Ptf;i/75/S, 
N, N-^;P75;i, N, N-S?t e r t -^^75 7*, N-x^ 
-N-^^;i/75 7*, N-^W-N-yptf;i/757^ N — f V 7°Ptf;l/ 

n-Ci -CiomMjvnt^MiS, *;v;w;i.s^*ici^^ 
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#;WW;i/S, N - s e c -y^JkfcJW^-Ol^ N-tert 

— i'V7 p Pif;i/*;w^'i';i/S, N-^y^i^wt^-oi^ N-sec- 

10 ^^l^W^-Ol^ N-tert -y^l^Wt^E-f N-^-^^;i/^ 

n, N-^-Ci-Ci 0 T;^;^;i'A ; E-i';^i«> 

N-^^^;i/*;ww;i/S, n, n-^x^^^w;^ n, n 
15 -^ynt^^mr-f N, N-:Mv7n¥)i>%)W^)vm, N, N 

N-^^^ww^-r;^ n, n-^*>;wm^<;^ n-x^ 

, N-tert -y*3\^-N-^kfr;W^-f;i/S, N-X3SH>-N-> f 77 

N, N-^X^kfrJW^'Ol/g, N, N-y^fV^DHMM^JH, N 
, N-zS^frtVW^-Um, N, N-~^t e r t -y^tuw^-om, 

n-x^ji-n-^ ^M)vn^ n — r y tf - n - ^)vti)vn 
^ ;i/*> n - x^;i/- n - -r y 7p tf ji-^j ;wt^ jvmmws h ^\ 
25 N-C 2 -C 6 7J^-jWJW^JHt(i %)vn^ ivmzvm^tsi^ 

v k> fz%7 )w~)vmm$kvtz.m*n.$kv, ^wmzmmtn - trx 
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n^-ovm, n- (2 *;wtt<;H6, n- (2-a7t-x;1/ 
) #;ww;i^, n- (2-#£x-;W A^/t^-fJU^^if^^ *t 
n - h*x;i/# jpa^-t ;i^> N-yuiW^-fJH, n- (i-7°da 

5 N, N-^-C 2 -C 6 7J^^WJWtt^HtH AMt^JHI^i 

« n, N-5?if-;w*;wtqE-r;pas, n, N-^yjMM^ji/i, n, 
io =.jvii fyrtt'f JVM. N-7UJ1/-N- (2-^>T-n;w ^wt^-r^S, 

N-TU^-N- (2-A=Hrx;P) XJW^-VV^ N-7VJV- N- (2 

-a7t^jW ^;ww;v^ n-tu^-n- (2-t^r-;W xjw^ 
-iji&mfimfzn. *x*% N-rvji-N-^j^jwt^jm, n, n 

-^TU^JW^-nPS, n-7U;p- n- (i-yn^-;W ftjvn^jv 

15 »f#ff$u>. 

Cx -c 10 7;i^;k&;w w ji&tu, ivvn^-t jvmzimm. 

^jviuvn^j]/^ N-75yx^;i/*;wt ; E^;i/S, n- 

20 75y^;p*;wtt-rjp3£x N-75/7 0 atf;^;i/A ; t-r;i/S, n-7^7 
^yj-jwjm^jm, n-75 ; a^^wjpa ,; e^ jn^tif ^n, * 
7?t>N-75/^5 t ;i'*;wtqE'f;i«, N-7$yx^;p*;w , ? ; E-r;^ n- 
75 j 7p tr^*;wtt-f n-75 y ^tx^#;ww;i^##w 

25 N-Ci-c 6 7;pn^>/Ci-Cio7;v^*;ww;wsttt, Jiieoci 
-Cio7;W^;wt ; E-r;i/^tM^i^Vit i o®,fcf3^57;vn*^* 

#N-filfeUfcS£i&#U ^#lft}C»0!l*.fc£N-* h^^^i^I/A^;!/ 
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N- Ci - Ce T)V3*5/%fr$-)VCi - C l0 7)V*)V1J)M : E-4)V&£}it. 
5 ±|B© C i - C i o 7)V*)V% JWTO-f ;I^(CJK9KIR 1 & V> b 6 fl£ 0 &3 7^3 

10 Y^yts)V^)V^iy)\y^)Vn^ N- t e r t -~7y3Fz/%)Vtf~JV 
, N- t e r t -yb^^^^^UfM^^-OSfWSl^. 

15 n-Ci - c 6 7;i/3^^M-^75/ Ci - Ci 0 7;wkfr;wi ; E-f >s 

20 N-^y^y^j^^r^/'f^MJw^-om, N-ih^->*j« 
7 s j < y^-M )vn^ )vm. n - y y + -># - ;P7 s / ^ v^kfc ; wt 

N- t e r t - ^h+^^#-^75 ;x^l/*;Wt ; E'f M^' 

h^->*;i/^r:;i/75yx^;^;wN* : e-r;vs, n-* h^y*M^75 / 
, n- t e r t -yy**s%}v#~)W$sx.?)\,%)],n^)v^wnizhK 

o 

N-Ci - C 6 7;i/3^M-;V7i; Ci - C 6 7)VU*ri/%)V#=L)V£ 
t\t. Ci - C 6 7^n^^*;k2|?^V«fcR*ftl fcWt> 6«£ t9&£7;io^ 
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*v-#;i/^x;i^ N- t e r t -^h^yjfjM^T^/Xh^M^ 

10 N-tert -7 b+y*M-jV75 J X h^>#;l^X,«^ 

Ci - C 6 7)V^r)V^m t flKStS^fcft*» 1 & U 6 fl£ 0 &3 7>3f 

;i^jm&bfc£££i*u AfrWicttifi^.tf^^;^**, x^i^a, 7 s 
ntf;^«, -f v^Dh°;i/^«, r^;^*^ -ry^i^g, sec 

15 -ZfT-JVtt^ t e r t-^mi« 

x^-jv^m, 7a tMi/^g* -f y^Dtr;^**, 7^;i^S, tert 

n-Ci -c 6 7;^;V7.;V7 7 ; E-r;i/*<t^> ^7 7 ; E'fMicS*Si& 
20 irsL6ffl<kD*«7;^;i/S^saibfcSSjifi*L. jufrWfcfcmfcfN-;*^ 

n— ' rv7 0 ntf;px;P7 7 ; &-i';^ n-7^;u7;I/7 7 ; &'1 > ^S> n- 

-TV7^;PX;V7 7 ; E<;^ N-sec-^JVX^j^M, N-te 

r t -7?;P7;u7 7^E-r;i/S, n-^>^jv7 7HM> n-^^> 
25 fW^T^-f;^ N-A^i/;i/7N;i/7 7 ; e<;^ N—rvA^^;vx;v 
7 7^;^*^*J^f&n, *trfeN-^5 1 ;i/7N;i/7 7 ; e-f;vs, n-x^7 

Jk7 7^JH, rV7'Dfcf;i'7>;l/7 7 ; e-r;PS> N-ter t -7*3^7. 
;]/7 7 ; &<;V»^$F^LVi 0 

n, n-v- Ci-c 6 7;i'^7;P7 7 ; E-r;i'*<i:^ 7,)vy7^j^mz 
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n, N-^ypt!;i/x;i/77 : &-r;i'S> n, N-wy^u&vwPTt'Ov 

S> N, N-5?^M;i/77^^ N, N-i?tert-^J^7 7 

^JIM. N-XfJl/-N-^fMJ!/77HiH, rV7°DfcMI/-N- 
^5 1 ;i/X;V7T ; E-r^S, N-tert -^^-N-^^^?^^ 

-^^^j^yt^M, N, N-> ? X^;i/7.;V7y ; E-f;i/S, N, N-5? 
10 -f V?U¥)IX)V7 7 : E'1)V&, N, N-^7"5 : ;i'7;V7 7 : &'f^S« N, N- 
ytert -7*^^77^^^ N-X^V-N-^^X^?^ ^ 
N-^V7nH;i/-N-*3^7;V7 7^-01^ N-x^v-N—rvy 

Ci - C 6 7WX^7^f -)V&t\t* X)V7 4 1 ^1/ 6 flg 

15 «kD)feS7;^;us^flHftbfc«s«*b, ft#wic»M^^9 1 ;V7 > ;P7>rx 
x^x;V7^x;i/S, 7u\Z)V7>)V74-)V&* -ivfuwwvyj 
x;vs, 75 1 ;v^;i/7wx;i/«, -f v7^;K*;i/7^ x;i/g, sec-T"^ 
;i/7^xjus, t e r t -75 1 ;V7;i/7^x;^s, ^>^;V7;i/7^x;i/*. * 
^>^;1/7n;V7^x;1/S, a^^tji^ x;i/S, < w^^tji^x 

20 ;ux*#*tf&**L 4 j Tfe^5 1 ;i/7;P7^x;us, x^;ut;;U7^x;us, 7d 
H;V7;i/7^x;i/S, -ry7ue;i/x;v7^f x;vs, 7^;vx;V7^x;ws. t 

e r t -7?)VZ)V7 J ~)Vm&AW£^\ 

c i - c 6 r; WPTui/^x^s £ 7;i/*x;i/Sfc^it$c 1 & ^ v 6 Mi; D 

25 x^;i/7Ji/*x;i^ 7ntf;i/7;v*x;i/g, -rvT'Ptf^x^^x^s, 7^ 
;i/7;^x;vs, -rv7^;i/7;;^-;^ s e c -73Mi/7J)/*x;i^ te 
r t -7^;i/7;^x;i/S, ^>^;P7;i/*x>i/S* ^^>^;i/7;]/*x;i/S 
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jvrn, t e r t -y^jvxjvt^jv&m^m^L^o 
Ci - c 6 7)vn**s&t}** mmm?\zmm& 1 tt^v 6m& or^rjv^jv 

7°P#^^ -TV^D^^ 7h*is&, -YV7>*:>g, ter t-^ 

io vu&7)vu*z/mmmstcm*imih, Mi^mznm^t^h^^jv^ 

)Vm. xh^y^JtoH, ^n^iy^;i/^r:;i/^ <y^n^^^;v# 
75 / Ci - c 6 7;Pn^^*;i/fc;psa:», % M-frmzm&i 1 &v>b 

20 fc;i/»> 2-75 7-2 - ^^/P^y^MxJH, 2-75/7^ 
lh^y*M-M, 75y7*h^^;^-^S, 2-75/^P#^^* 
75 7^>W*y*M-;H, 75yA+yM^y*M 

7^;yut^y%)i'?s~)vm, 2-75y/^xh^ji/^ 
25 2-7$y-2-*^)V7ut^>%)i#-)vmm-t)W%i<^o 

N-Cs-Cev-^D 7;V^;l/7 5 / * t te, 7 5 /m\Z^MWi 3 & L 6 

□ if;i/75 7*, N-y^D7*f;V75/& N-yi/D^>?;i/7$;s, 
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N-^->^D^DH^75/I, N, N-^>£P7?;i/7$7», N, N-*? 
5 ->7P^>5Ml/7^/^ N, N-^DA^>JV75;i> N-S/^D^ 

;i/-N-->^D7°Phf;P75/^ N-->^D^>^;i/-N-^D7Ptr;^7 

fcN, N-S?^D^Dt:;|/7$yS, N, N-5^>£ 07^75 7*, N, 

io c,-c 6 ^D7J^W'>ittt, ssi^fc^ifcs&viueffl^sii 

gftmfZn, 4a*fcN->-y*P7P#^>S, N-y^D^>W+yl, 
N - P^yM+yl^^t^, 
15 N-Cj - C« ^ D7»5SjM^ ;nta, #;ww;pgfc&3Sslfc3 

*;i/A^E-f;^ N - y ^ DA^yj^JI//^^ JH^^f.n, ^TfeN- 

\zm&3te^v6mte%mft<D7)v*)vms-wWkLtcmzn&L, gfomz 

^At-f;^ N, N - y y ^ □ ^ >?J W ;P/t : E< iH, N, N-y^DA 

25 ^k^w^-oi/g, N-v-7P7^-N-->^P7Pkr;^;ww;i/S 
zfu\Z)Vt>)vn^)\,^ n, N-i?^^o75 i ;^;w^-f;p^ n, n-v 
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t?^-;i^ truss?=;p«, fc?y^-;kas, tr^yu;^ trn 

tf^Uv 5 ^*, trp»j5?-;ks, tTPU-;^ ^e;wj/s^ 
*fif^n, +Tt)<v*^/u;^ -f v^ryy;^ -i-^yy;^ 

^7 % /U;k36, ^xn;i/S> trusw*, tf^^kS, fc^v* 

io x;i/S, tfu^^-;k*, tfu^x;ks, tr^yy^a, tfau^g, tf^- 
snic^> Daarn*a*«^s i aims 

-rv*yy«> -fy^oKU^s, <oyyy;i^ -<>hu;p«, < 

7xt>X'Jy-JH, 7x7 v >XaU-;PS, ^>^7 7^H, V 
^>W7x^S, y>/'J-M, ?tt7f^M, T^^^U^-^* 

, 7xt^-;n, 7x7-^iJ-^-;H, 7x/f75?-;H, 
20 > 7°f'jyrj^ yy~jv*, ^>y<^y y;i^ *> S S**WV)V& 
, ^>y?\ry y;i^ ^>VhU7v*u;^ ^y?^-;^ 
^v7x-;i/S^#tf^n, 4 , T' i bxfi/>e;^y7x-;i/S 1 s^>y 
77-M, ^^>^*7x-JH, ^5 1 l/>^^y7x^M»tl 
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tt*>?jv& vM^m. xz^vm, 

<i Vttltiks s e c -^JH, t e r t -^l/jUfcWIFSU*. 
uK-)\,m. 2 -7t-M> -fv:/xx;i^ 2-^>xx;vg, 

09A&x^xm i-ynt°x;i/S, 
10 , l -^>f^iH> l -s\3ri/-)V&, l -A^f-JH, i-^^x;PS 

n— c ! — c j jTii/^v^M^M^ii #;w w ;vgic^$c l fctr> 

tDW^JVm, N-sec -^MJVA^JV&s N-ter t 

20 ^wre^;^ N-xg^k&^A^-oi^ n-^dhmm^m, n 
— ryyntf;i/*;w\ ,; E-r;^ n— < vttfrtDvn^M&o N-sec- 

^tiN-^^^^^A^-r^s, N-x?;i/^*;w^-r;^ n-7°d 

it^VA^-Ol^ TV^^^^A^-r;^ N-sec-yfJI/? 
**;Wt*^;i^ N- t e r t -^J^t^J^/tt-fM- N-^>^5=- 
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jw^jm, N--fVA^^ft*ji//^JH, n -or z )vn 

S, N - s e c -7?)Vttj])Vrt : £<<)V& N- t e r t -ttfrtttDVn 

fcoi»:v^5fl^r-r«Bi^i/3att©iii^tt**sj!a£ «au 5%v<\$ 
is 6 AwK$iR££ift< . ) t », wfctfr 7 u -f y u ;i^> -f y 
-f>h*u;ps, -r>^yu;vs> -f>Fu;Wk <>kd^-;vs, x^i/>>> 
t^'>7i-M, Aj^/'jm *^yun;^ ^y^fjrM, *y 

& 7it>7D'JyJH, ^>l/75=M, y^>W7iZJH, ^ 
20 tt7f-JH, ^7^U^n;PK. 7it^;H, 7itWS?-;H, 7 
. xy^y^-M, 7^^^-;i/3t, 7r-u*?-;i/afc 7° 1 Jx;i^ ^>y<5 

^yy;i^, i>vttwv)i& i>\r?7\rv)v&* "oi/kutvluu 
S, ^>y75-;ws, ^kh*D^>y7 7-M, ^^i/>^+->7xzi;i/ 
awpdmsw&n, *t*>x^>^:**:/7xx;i^ ^>y7^-;vs, 3? 

25 ^>W7x^S, ^5 1 V>> f ^v7x-;i'S^^LVi 0 

R 3 tt, «*.tfjMMH\ Ci-CeT^^S (fit, n-7>;i/£fci|fc<) 
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)Vm, ~bam, AP^>gf, tKn*'>i, 

77;WWM-JVS, N-77;ww*;wtqE^;i^i, 7U-;i^ n-7 
io u-;P7sys, n, N-i?7V-)i7*;m. 7^-M^m. tv-jvt* 

N - 7 U -;V^;U*n;i/7 5 7 C l - C 6 7)l*)l<7S. 73k N - 7 U -)V7.)V* 

-;i/7 n - 7 u -;i/x;w^n;v7 a / 
c 1 -c 6 7;pn+^;i/fc;i/*, 7U-;k2J!/7 7 ; e^>«> 7U-;ux;P7 
15 t^w^s, 7U-^x;i/7 7 c &-r;vc 1 -c 10 7;^;^;w^-r;i/S 

> 7^~-)V7,)Vy7^)VC 1 -C 6 7)Vu^t5)V^)Vm. N-7V-M)V 
/t^E-Ol/S, 7D-fM, 7U^m, N-7D<;VS, N- ( N-7P-f;W7 
57) Cj-C^TWMM^m N-7D<;P757C 1 -C 6 7;U3 

20 N-c 2 -c 6 7;w*y-f;i/757S, n, N-^-c 2 -c 6 7;U7jy-r;i/75 

JM, N-C 1 -C 6 7;^;i"75 7*, N, N-^-C 1 -C 6 7;WP7ay* 

, N-c 1 -c 10 7;^;i/*;w\^-r;p^ n, n-v- c r c 10 7JWW 

^/W;!/^ N-C 2 -C 6 7JV^M)in=E-()Vm. N, N-v-C 2 -C 6 

j;^-;^;!//^;^ N-7$;c 1 -c 10 7»Mw;i/i> N 
25 -c 1 -c 6 7;vn4 i ->c 1 -c 10 7;i'^;i'*jwt ; E-r;i/S> n-c 1 -c 6 7;1/p 

Jl^~;i/C j - C ! o 7)V^r)VtDVn^ N - C x - C 6 7)\>U*i/% 

)i#-)i>7 5 y c j - c j o 7;w^*;wt^ < n - c 2 - c 6 7^:2 
;^-;P75yc 1 -c 6 7;i/n^v7j;i/fc;i/^ c 1 -c 6 7;^;i/^S> n 

-C 1 -C 6 7^»77 ; E1 , ;H, N, N->?-C 1 -C 6 7;^;i/7.;V7 7 
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;io^>#;i/fc;i^ N-C 3 -C 6 y^nm;V75;i, N, N-S>-C 
3 -C 6 ~>^P7;i/^;P75/S, C,-C 6 ->^n7HWJ'I, N-C 3 
5 -C 6 i/^D7WMJW\'^JH, N, N-^-C 3 -C 6 ^07M;V)!j 

feckv^ *«*ri/<r^^©«»i*b<OTi^0c x -c 9 »iirt», c x - 

10 C 6 7;U^^~>S, C,-C 6 7Jl/Wtl, N-C 1 -C 6 7MJl'7$yS, 

n - c ! - c 6 7;^;^;!//^^ n - c I - c 6 r^v^tDVn^ -f ;w 

sttt© c 7 - c ! 5 &*3f*8ita£x« 5 m l < » 6 mommmmm l < ti&mm? 

WTfc±V*lft##M*©M**#, zK^H^ 75? 75 yg, #JWt 
20 C 3 -CjmmM, 77)l*)VM, N-77W75;S, 77JVW+-> 

& 77j^;w;^^;H, N-77^w;wt ; E'fjn, 7U-;i^S> n 
-7U-^7$/g, 7U-;^*->*, 7U-;i/x;^-;i/X> tv-jwv 
tfrji^i^ n - 7 u -;P7.;v^n;i/7 5 j c x - c 6 7)Vn 5^ ^tf-^ 

25 ;P7T ; E-r;pc 1 -c 10 7;w^;w\^-r ji/*, 7U-;i/x;u7 7 ; E-r;i'C 1 

o^yS. N-7D-r;vs, c 2 -c 6 7;^y-r;i/«, c a -c 6 7^y-f;v* 

N-C 2 -C 6 7;^/<^757*> N, N-5?-C 2 -C 6 7;^/ 

-r;P7ays, N-c r c 6 7M^75;i, N-c 1 -c 10 7;i/*;^;wt 
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t-om, n, N-y- c^-c 10 7)v^)v^)vn^)vm, n-c 2 -c 6 t;i/ 

)W=E'()Vm> N, N-V-C 2 -C 6 7)l>r-M)W : E'()l<ms N- 

7^/c 1 -c 10 7;wi/#;w\^-<;i^ N-Ci-c^ici^d-Cio 
7;v*;^;wvE-r ;i-*> n - c x - c ^^n^^M^i/C x - c 1 0 7)V* 

c ! - c 6 7^3 3^>#;M?rji/g, 75 y c x - c 6 7;un 4^>#;M^r.;i^ 
n-c 3 -c 6 ^d7j^75;s, c 3 -c 6 5>^P7;^;i/^^*> n 

io fci^U^-;!/*, ifnu^-;^ tinUrjl/g, ^jfcU/** -fV 

**ifvu;i/ak -r v^tvu;^ ^^/'jm **wv)i>m. 
#;wwu;i/^ *^/un^afi, ^;wj^s, */u;i^ ^oy-;i. 

& ?a*~;wg, 7i7->7U^-;H^ 7xt>7n>j-;H, v^>yy 
20 ^>y^*+ryy;i^ ^>y^7yu;p*. ^>yHJ7yy;i/X, ^>y*7 

^-Jl,S, ybFD^>77 7^i, ^^l/>> ? ^^7ai-;i,ST^0> 1 
7>*U;l^ ^>t-;H, 7xt>7'JMTSD, 53gL<«6.ft£> 

nmsts^ ^y**+h/u;va> -ry^/iui^ -tswvjm* 

25 ^7V*U;^ ^7z?7VV)\sM. ?3L~Jl&, hVTW)V& tf 

'J»l, fcf^rjps, tfU^rjPS, tfU^^S. tr^yy;]/^ tf 
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x^ix>^^>-7x-;v^ #;wwu;i/^ *7-y*ux;i^ *7*u 
^>7vU^n;i/S, 7xt>XD"J^i, ^>^/77^H> v^>yW 

5 7x"JH, ^^^-7t--;1/S, 7it^-J«, 7itW 

, ^>yy$*vu;i^ ^>y^-^/u;^ ^>y^ry>j;v^ ^>v* 
h'jyyum ^>y77-;n, ^fcFn^>y*7^-;i^g=u<«^i/ 

o^>m^ fcFn^>a, 77J^JH, N-77;WK7$/a> 75;M=- 

jus, 7U-Ji/^v*, 7 u -;^7;i/*n;i/S, 7 u -^xji'*:^*^* 

-c 6 7;i/*7<;^ c 2 -c 6 7;^7-r;^^r^ N-c 2 -c 6 7;i/#y 
-f;K7^7S, N-c 1 -c 6 7;wi/75 7»> N-c 1 -c 10 7;i/^;i/*;wt 
^-r;^ n, n-v- c 1 -c 10 7;w^;vn ; e-f;^ n-c 2 -c 6 7;v 
dm;^;wt ; e<;i/S, n, n-^-c 2 -c 6 7;i^x;I/#;w\^<;i^ n- 
20 T^yCj-c.oTWM/wm N-C 1 -C 6 7;Pn^'>C 1 -C 10 

7;v^;v*;wt : E'r n- c x - c 6 7;m^^;v^-;i/C x - c 1 0 T)V* 
ji^ww;^, c 1 -c 6 7;wx;i'7^^n, c 1 -c 6 7;vn^v«, 
c j - c 6 7;V3^s/jtj;^-;p«, 75 7 c , - c 6 7;io=^ 
N-C 3 -C 6 ^n7^757S, C 3 -C 6 y7D7Jl/W^ -f 

25 y^ityu;i/S, -f y^TVu;^ *^y*u;i/S, ^tvu;^ fi^ 

, ^h^b HD7^-;i/», he;^u/*^ -fy^/u^S, ^vof'JM 
, x5 1 i/>> ? ^~>yxx;vs, tt^/'J^ ^/WJ^I> ^7U;v 

& i?^>V7y-)Vm, ^>W7i"JPS, ^>l/-T5^V/U;H6, ^ 
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>ywyjjn, ^>7?7»;u;vs, ^>vyy~jvm, *?v>v**c 

^\ -fvtwyjn, -f v^7i/o;i/X, **ijvu;I/*, ^7v*o;i/*, 
5 ^x^;i/«> trusw*, e^s^Hk try^^n;^ tfu^-^a, 7 

^fclSWMi&e) l^V»L5flJrr<51»:Vil/3llttt©«*5HHia6 (5X»6 

^->7x-M, ^./ox;^ */*itux;i^ ^>!/77r;n, s? 
10 ^>^t7xr;«, 7x7-^t^jH, ^>^5^VUM, ^> ( /t 

^ityjjn, ^>y^7yu;^ ^>y7^x;p«, ^tHD^^?- 

Arte, ^StR^IIC^ 7vFI, 75 7& fc^/VE-OUk fc/WW 
15 jm, X;i/^*. ZhDl, ADy>If, tFD^yl, *;v5;i^ *;i/S 

;P75/s, jR«ott»i*L<tt^is«i©c,-c 9 i&ttiy£, 7^;wi^ n 

-77W75 7S, N, N-^77»7$;l, 77KW->*, 
T^MJI/*;^-^ N-77W*JMt ; E-l'M, 7U-;VS, N-7 

u-;P75/s, n, N-> j 7U-;i/75y«, 7'J->t+->i, 7U—;i'* 
20 7U-;vx^*n;w**5/*, N-7U~;P7;i/*x;i/75/g, 

N— 70 -)17> ;l/^n;V7 5 7 C a - C 6 7)1>*)V7 5 J & N - 7 0 -;P7Jl^ 

x;i>75 / c j - c l o 7;i/*;i/#;w^ -r ;i>3£, n - 7 0 -;vx;u*n;u7 5 / 

C 1 -C 6 7JP3+'>*;i'aJ?-;V3l, TV-frWlT^Mb, 70-^701/7 

yt-r;^^, 7 0 -;px;1/7 r^-ovc x - c 10 7J^Wjww-fjn 
25 > 7U-^x;i/7T^;i/C 1 -c 6 7;i/n^^;i/^n;p^ n-7U-;^;v 
;t^-f;v^ 7a-r;H, 7p^->S, N-7n-f;vs, n- ( n-7p<^7 

^>#;i/#x;v^ c 2 -c 6 7;i/*/-r;v*> 0,-0,7^*^^^*5/*, 
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/S, N - C ! - C 6 7)V*)V7 5 7 N, N-^-C^CeTJV^VT^jm 

, N-Ci-CioT;^;^^^;^, n, n-v- c 1 -c l0 7;wi';& 
jw^-ijvm. N-c 2 -c 6 7)v^M)w^-ijm. n, n-^-c 2 -c 6 

5 -c 1 -c 6 7;i/n=ir>'C 1 -c 10 T;wi/*;i/n ; E-r;i/S, N-c^-CeT^n 
c x - c ! o t; wi^va^-t )vm. n - c i - c 6 T;vn ^ 
- )V7 5;c r c 10 7;wWMt^ n - c x - c 6 t)Vu =^># 
jl/fc;i/75 7 Ci-CeJ^n^r^^n^S, C , - C 6 7)V*F)]&*& N 
-C 1 -C,7W»77 ; &'fJH, N, N-v-Ci-Cg^WI/TJl^r 

c 1 -c 6 y;m^v'», Ci-CeT^n^r^*;^-;^ 7^7C 1 -C 6 7 

n-c 3 -c 6 ^d7;wi/75/S, n, n-^-c 

3 -C 6 ^D7^75/S, C 3 -C 6 y^D7MM^vS, N-C 3 
-Cji/^DTKMMt'fjHI, N, N-y-C 3 -C 6 y^D7^M 

«fcK lit L< }«iOHft?t< IM^DCC ! - C 9 J»1, C x -C 6 

t;P3^->& Ci-CgT;^;^^, N-c^-c^i^i^^yg, n- 
©c 7 - Ci 5 ^m^mmmxu 5 *b < a 6 < &^3?tiiH\ 

->7/m -hoX, ;\ny>jgf, fc:K SttfotejfimL 
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7 u n - 7 u -ypx;^-;^ 5 y c 1 ~ c 6 7;i^ * 

5 , 7U-;^;^7 ; e-r;i/c 1 -c 10 7;i/^rJi/*;wi ; E-i > ;^ 7U-;wx;i/^ 
7 ; &-r>'i'C 1 -c 6 7;P3^~>*;pfc;i/S> N-T'j-JWJWft^n, tu 
<i)\&> td^^s, N-rn-fjvs, c 2 -c 6 7;^y-r;i/^ c z -c 6 7)V 
^y-oi^v-x, N-c 2 -c 6 7;p*y^;i/7^y*, n, n-^-c 2 -c 

6 7;i/#/-OI/7^/S> N-C 1 -C 6 7;WP75/^ N-C 1 -C 10 7;^ 

10 ^^w^-ot^ n, n-s>- Cj-CioTWWM^M, n-c 2 
-c 6 7;^-;^;w^-r;^> n, N-^-c 2 -c 6 7;v^~;kfr;w\^-r 
c 1 -c 10 7;v^;i/*;wt : &-r;vs, N-c 1 -c 6 7;m^~> 

C j - C , o 7)V^rM)VA^ )V& N - C , - C 6 7 )VU*r*/% )Vi£~)VC t - C 

10 7K;vA;w^-fM, c 1 -c 6 7;i/^7.;i/7w > n^a, c,-c fl 7;p3 
15 c 1 -c 6 7;pzi^^;i/fc;i/S, 7^y c 1 -c 6 7;p3^>#;m^ 

N-c 3 -c 6 ^n7K;v75;i, c 3 -c 6 ^d7MM^ 
~>«, N-c 3 -c 6 v^u7;v^#;wt^;i^ -rs^/u^n;^ < 5 

tf^^^-;i/*, k°^Uv-;v*. tfD'J^^S, Hp'J^M, tM'jy 

20 a, -fvtwj;n, -rv^i/y;^ -y^vu;i/X, ^-y-yu^s 
, ^tJ-5?7!/u;m> rrvvim* ^7^7v*y;i^ ^x-^s, hU7 
i/u;i^ (f'Jy;n, tf^v-^S, tfus^x;^ tru^n;^, tf 7 
:/u;fcS, tfpu;HS, ¥?-)vm. 7>j;i^ 77U^~;i^> -rv+yu^ 

25 #;wwu;i^ ^t-^/u^ *y*tfU:x«, */u;i^ ^ 

u;i/»> ^>y**i^yu;i^ ^>v?rW)vm, ^>yHJ7v*u;i^ 
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feO, l&VM/3SHtt©C 7 -C ie |ft*^«Ki*J, 7ir7-7^1/-;i^ 73^ 
V>^;i/*> 7>7D;i/S> -f>T-M, 7x^>XU;VST^D, 5%L< 

\t6Rmmmm^ <<v<?7W)vm. -f $^yy;vs 

5 , ^ityu;i/S> ?7yu;i^ ^tw/u;^ ^x-;i/X, tfu^g 
, tf7^n;i/», tfu^^;vs> tfu^-;^ tr^yu;^ tfnu;^ 

io /u;wt, -f y«f >Hu;wi, -r>^yu;wk ^>hujh, <*>i*U5?~;i/ 
^->7nU^-;i/S, 7xt>xDij-m v j ^>y7^n;vs, ^>y^ 

7x-JH, ?tt7f-;VS, ^^v^g, 7xt»S, 7x7-^1^ 

15 ^-;va£> 7x;f7^;H, 7f'Jy^M, yu-;px 

, ^y-r^yu^s, ^>y**u-yu;p«, *>V5-7*svjm* *>v 
hU7yu;us> ^>y75-;us, Hn^>i/77^;i^L < i/ 

>^^v-7x-;i/»^JgT^D> 7xZJH, ^-7^ 

20 yFi, 7^7*, *;wtt-r;ps, %)i#*z/)im, =s7/m, -hum. a 

py>JR^ tHn+yl, 77J^M, N-T^l^rs/*, 7^;Mr 

, 7'JHI/X;>77^M, 7n-r;n, 7n^>£, N-7n-r;us, c 2 
25 -c 6 7;i^y-fji/g, c 2 -c 6 7;^7-i > ;i/^'>s, N-c 2 -c 6 7;i/#/ 
^;i/757S, n-c 1 -c 6 7;WP757S, N-Ci-C 10 7;i^;w&;wt 
n, n-v- d-CioT;^;^^;^^^*, n-c 2 -c 6 7;v 
fr—)U3)M : £'4)V& n, N-> ? -c 2 -c 6 7;^^;i/*;i/n ; E<;i/S, n- 
7^7c 1 -c 10 7;w^;wt^;ps, n-c 1 -c 6 7;^^^c 1 -c 10 
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7;i/*;i/#;w w;^, n- c , - c 6 7)in^>tuvt^)ic x - c 10 7)^ 

5 y^WJ^a, -rv?7yu;i/S, ^^yu;i/*> ^7y*u;i/*, 9"xx 
Ji/», tfu^;i/S, fcf^7x;i,a> tfus^-;^ tfi)^x;i,a, 7U;v* 
, fh7tFD77-M, ^wj/s, -fy*yy;ns, <y^>F , j;n 

X, >^>y*7^x;pg, ^>yft7xr;n, ^>y"-r$^yu;i/^ ^ 
10 >y^u-yu;vs» ^>y^7yu;vx, ^>»;77-M, *=?v>y*3r 

^7x"MtSD, lfcV>L3gttt©C v -C 16 &*##3Rg#, 7-fe:±75P 
1/XJl,^ ^>f-JH, 7xt>X'JJHtfe!3, 5^L<ta6*©iflit5tS 

a*, -rvmyujn, -<y^7yu;^ **uvu;Wfc ^7yu;vg> 

?xx;i/g, k'UyJH, fc?^x;i,^ fcfU$$?x;pg, h°U^x;PS, 7 
T£ 1 Si^fc D 1 fclr>L 5«« 1 fcH b 3 Sft<D«S^#S* ( 6 

m©^«*^p*<o ) a*, -<y*/u;i^ -ry<>Hu;p*> x^i/>v^- 
+y7x-M, ^^-yux;i/S, */=H?-yx;i/S, v^>y"7^x;],s, 5? 

^>yft7x-jn, 7it+^jn, *>*m s^yu;i^ ^>y^ 
20 ^yy^s, ^>y^7yu;i/*, ^>y7^x;i/*, v?tHD^>y*7^x 
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Ktt, RK R\ R 3 , R 4 , R 5 WAr«Huf30^*^T§o ]T«ns 
tt&Ql<Dft&M &m 1 6* 1 5 fcj^T. 
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i-Pr 


H 


3-MeO-4-Me-Ph 


2 


1205 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-Me-4-OMe-Ph 


2 


1206 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-Vinyl-4-MeO-Ph 


2 


1207 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-i-PrO-4-Me-Ph 


2 


1208 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-F-4-OMe-Ph 


2 


1209 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-CI-4-OMe-Ph 


2 


1210 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-1-4-OMe-Ph 


2 


1211 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-1-4-EtO-Ph 


2 


1212 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-1-4-i-PrO-Ph 


2 


1213 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-1-4-n-BuO-Ph 


2 


1214 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-l-4-PhCH 2 0-Ph 


2 


1215 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-Ph-4-MeO-Ph 


2 


1216 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-C0 2 Me-4-MeO-Ph 


2 


1217 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-CONMe 2 -4-MeO-Ph 


2 




PCT/JP01/11267 





ilj Ar 


R1 


R2 


R3 


R4 


R5 


n= 


1218 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-CO N HCH 2 Ph-4-MeO-Ph 


2 


1219 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-I-4-n-PrNHCOCH 2 0-Ph 


2 


1220 


9-Cl-Ph 


H 


H 


i-Pr 


H 


3-1-4-MeO-Ph 


2 


1221 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-1-4-PhCOO-Ph 


2 


1222 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-l-4-MeNHCOCH 2 0-Ph 


2 


1223 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-CH 2 OH-4-MeO-Ph 


2 


1224 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-MeOCH 2 -4-MeO-Ph 


2 


1225 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-CI-4-CI-Ph 


2 


1226 


9-CI-Ph 


H 


H 


i-Pr 


H 


3-F-4-OMe-Ph 


2 


1227 


9-F-Ph 


H 


H 


i-Pr 


H 


Ph 


2 


1228 


9-F-Ph 


H 


H 


i-Pr 


H 


4-Me-Ph 


2 


1229 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Ph-Ph 


2 


1230 


9-F-Ph 


H 


H 


i-Pr 


H 


4-CI-Ph 


2 


1231 


9-F-Ph 


H 


H 


i-Pr 


H 


3-F-Ph 


2 


1232 


9-F-Ph 


H 


H 


i-Pr 


H 


4-MeO-Ph 


2 


1233 


9-F-Ph 


H 


H 


i-Pr 


H 


4-PhC 2 H 4 0-Ph 


2 


1234 


9-F-Ph 


H 


H 


i-Pr 


H 


4-EtNHCOCH 2 0-Ph 


2 


1235 


9-F-Ph 


H 


H 


i-Pr 


H 


3-n-PrNHCOCH 2 0-Ph 


2 


1236 


9-F-Ph 


H 


H 


i-Pr 


H 


4-n-PrNHCOCH(Me)0-Ph 2 
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R1 


R2 


R3 


R4 


R5 




n= 


1237 


9-F-Ph 


H 


H 


i-Pr 


H 


4-Me 2 NCOCH 2 0-Ph 


2 


1238 


9-F-Ph 


H 


H 


i-Pr 


H 


4-t-Bu0 2 CCH 2 0- 


Ph 


2 


1239 


9-F-Ph 


H 


H 


i-Pr 


H 


3-MeOCH 2 -Ph 




2 


1240 


9-F-Ph 


H 


H 


i-Pr 


H 


4-MeOCH 2 -Ph 




2 


1241 


9-F-Ph 


H 


H 


i-Pr 


H 


4-i-PrOCH 2 -Ph 




2 


1242 


9-F-Ph 


H 


H 


i-Pr 


H 


4-Et0 2 C-Ph 




2 


1243 


9-F-Ph 


H 


H 


i-Pr 


H 


4-H 2 NOC-Ph 




2 


1244 


9-F-Ph 


H 


H 


i-Pr 


H 


4-MeNHOC-Ph 




2 


1245 


9-F-Ph 


H 


H 


i-Pr 


H 


4-MeHN-Ph 




2 


1246 


9-F-Ph 


H 


H 


i-Pr 


H 


4-Me 2 N-Ph 




2 


1247 


9-F-Ph 


H 


H 


i-Pr 


H 


4-PhCONH-Ph 




2 


1248 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Me-4-Me-Ph 




2 


1249 


9-F-Ph 


H 


H 


i-Pr 


H 


3-F-4-Me-Ph 




2 


1250 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CI-4-Me-Ph 




2 


1251 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Me-4-CI-Ph 




2 


1252 


9-F-Ph 


H 


H 


i-Pr 


H 


3-F-4-CI-Ph 




2 


1253 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CI-4-CI-Ph 




2 


1254 


9-F-Ph 


H 


H 


i-Pr 


H 


3-PhCH 2 0-4-Me- 


-Ph 


2 


1255 


9-F-Ph 


H 


H 


i-Pr 


H 


3-MeO-4-Me-Ph 




2 





PCT/JP01/11267 





R1 


R2 


R3 


R4 


R5 


n= 


1256 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Me-4-OMe-Ph 


2 


1257 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Vinyl-4-MeO-Ph 


2 


1258 


9-F-Ph 


H 


H 


i-Pr 


H 


3-i-PrO-4-Me-Ph 


2 


1259 


9-F-Ph 


H 


H 


i-Pr 


H 


3-F-4-OMe-Ph 


2 


1260 


9-F-Ph 


H 


H 


i-Pr 


H 


3-GI-4-OMe-Ph 


2 


1261 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-MeO-Ph 


2 


1262 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-EtO-Ph 


2 


1263 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-i-PrO-Ph 


2 


1264 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-n-BuO-Ph 


2 


1265 


9-F-Ph 


H 


H 


i-Pr 


H 


3-|-4-PhCH 2 0-Ph 


2 


1266 


9-F-Ph 


H 


H 


i-Pr 


H 


3-Ph-4-MeO-Ph 


2 


1267 


9-F-Ph 


H 


H 


i-Pr 


H 


3-C0 2 Me-4-MeO-Ph 


2 


1268 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CONMe 2 -4-MeO-Ph 


2 


1269 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CONHCH 2 Ph-4-MeO-Ph 


2 


1270 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-PhCOO-Ph 


2 


1271 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-MeNHCOCH 2 0-Ph 


2 


1272 


9-F-Ph 


H 


H 


i-Pr 


H 


3-l-4-n-PrNHCOCH 2 0-Ph 


2 


1273 


9-F-Ph 


H 


H 


i-Pr 


H 


3-CH 2 OH-4-MeO-Ph 


2 


1274 


9-F-Ph 


H 


H 


i-Pr 


H 


3-MeOCH 2 -4-MeO-Ph 


2 
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rtj Ar 


R1 


R2 


R3 


R4 


R5 


n= 


1275 


7-l-8-n~PrNHCOCH 2 0-Ph H 


H 


i-Pr 


H 


Ph 


2 


1276 


7-1-8-MeO-Ph 


H 


H 


i-Pr 


H 


Ph 


2 


1277 


6-MeO-9-l-Ph 


H 


H 


i-Pr 


H 


Ph 


2 


1278 


6-|-9-MeO-Ph 


H 


H 


i-Pr 


H 


Ph 


2 


1279 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


0 


1280 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


2 


1281 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


4-PhCH 2 0-Ph 


0 


1282 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-F-4-Me-Ph 2 


1283 


3,4-Pyridyl- 


H 


H 

1 1 


i-Pr 

I if 


H 

i i 


3-CI-4-Me-Ph 


2 


1284 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-Me-4-CI-Ph 


2 


1285 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-F-4-CI-Ph 


2 


1286 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


3-CI-4-CI-Ph 


2 


1287 


3,4-Pyridyl- 


H 


H 


i-Pr 


H 


4-PhCH 2 0-Ph 


2 


1288 


2,3-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


0 


1289 


2,3-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


2 


1290 


2,3-Pyridyl- 


H 


H 


i-Pr 


H 


4-CI-Ph 


2 


1291 


4,5-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


0 


1292 


4,5-Pyridyl- 


H 


H 


i-Pr 


H 


Ph 


2 


1293 


4,5-Pyridyl- 


H 


H 


i-Pr 


H 


4-F-Ph 


2 



5 
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z.nt>\t&m<Dn, uwM\^%t^x\i, 1009, ion, 1 

0 1 6, 1 0 1 8, 1 0 2 3, 1 0 2 6, 1 0 2 7, 1 0 2 9, 1 0 3 0, 1 0 
3 2, 1 0 3 5, 1 0 3 8, 1 0 4 0, 1 04 3, 1 0 44, 1 0 46, 1 0 4 

8, 1 0 4 9, 1 0 5 1, 1 0 5 2, 1 0 54, 1 0 5 6, 1 0 6 3, 1 0 7 2 
5 , 1 0 7 3, 1 0 8 4, 1 0 8 7, 1 0 9 0, 1 0 9 1, 1 0 9 2, 1 0 9 3, 

1 0 9 4, 1 0 9 5, 1 0 9 6, 1 1 0 0, 1 1 0 1, 1 1 0 4, 1 1 0 8, 1 
111, 1112, 1113, 1116, 1119, 1120, 1121, 11 

2 2, 1 1 2 4, 1 1 2 6, 1 1 2 7, 1 1 3 1, 1 1 3 5, 1 1 3 6, 1 1 4 
2, 1 1 4 3, 1 1 4 7, 1 1 5 8, 1 1 5 9, 1 1 6 2, 1 1 7 0, 1 1 7 1 

10 , 1 1 7 3, 1 1 74, 1 1 7 5, 1 1 7 8, 1 1 8 0, 1 1 8 2, 1 1 8 4, 

1 1 9 0, 1 1 9 7, 1 1 9 9, 1 2 0 0, 1 2 0 1, 1 2 0 2, 1 2 0 8, 1 

2 1 0, 1 2 1 3, 1 2 1 9, 1 2 2 0, 1 2 2 5, 1 2 2 7, 1 2 3 0, 1 2 

3 2, 1 2 3 7, 1 2 4 1, 1 2 4 2, 1 24 8, 1 2 5 1, 1 2 5 3, 1 2 5 

9, 1 2 6 0, 1 2 6 1, 1 2 6 6, 1 2 82, 1 2 8 3, 1 2 8 6, 1 2 9 0 
15 , 1 2 9 3^#tf£>ft, miOll, 1016, 1018, 1023, 1 

0 2 6, 1 0 2 7, 1 0 2 9, 1 0 3 0, 1 0 3 2, 1 0 3 5, 1 0 3 8, 1 0 
40, 1 043, 1 044, 1 046, 1 048, 1 0 49, 1 0 5 1, 1 0 5 
2, 1 0 5 4, 1 0 6 3, 1 0 7 2, 1 0 7 3, 1 0 8 4, 1 0 8 7, 1 0 9 0 
, 1 0 9 1, 1 0 9 2, 1 0 9 3, 1 0 9 4, 1 0 9 5, 1 0 9 6, 1 1 0 0, 

20 1 1 0 1, 1 1 0 4, 1 1 0 8, 1 1 1 1, 1 1 1 2, 1 1 1 3, 1 1 1 6, 1 

1 1 9, 1 1 2 0, 1 1 2 1, 1 1 2 2, 1 1 2 4, 1 1 2 6, 1 1 2 7, 1 1 
3 1, 1 1 3 5, 1 1 3 6, 1 1 4 7, 1 1 5 8, 1 1 5 9, 1 1 6 2, 1 1 7 
5, 1 1 7 8, 1 1 8 0, 1 1 9 9, 1 2 00, 1 2 0 1, 1 2 0 2, 1 2 0 8 
, 1 2 1 0, 1 2 1 9, 1 2 2 0, 1 2 2 7, 1 2 3 0, 1 2 3 2, 1 2 4 8, 

25 1251, 1253, 1261, 1266, 1282, 1283, 1286, 1 

2 9 0, 1 2 9 3 Oft^ll^St^. 

3. 
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06 IX© 



[II] 



R S -CN [III] 

OHRS CIV] 




[IV] 

mmzm^T, -loowsiicDMsi, »^l<«-78~3o < c, o 

15 . 5-9 6 $f*b<«l 2~2 4TOR££it&£££J;DH&5£ [II] 

-v&ztizfc&to&VttikVT* ^ViT-ftS [in] T^$ti§7U-;^h 

U ;VCDTOtt»«»*S- 1 0 0 TC* 6»«©»jftfift, jfSU<tt-7 8~3 
O'CT^TU 0. 5~9 6B#|8U ^K(il2~2 4ifW$t§. 
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>TMEDA> M^-^;i/*7>*^> HMPA> *ftftiU^A^#W r 6>n, 
^TfeN.N.N'.N'— f h 5*?;kJ:^l/>^75 5. 
^JtST?ffiffl$nsiSStLTtt, m«n-7>;i/U^^A, sec-^ 

, SFSL<tt2-3^i©II, l-10fl, ff*b<ttl. 5~2^*©± 
BHftS [III] T^nSTU-Jk-hU^^TS. 
10 (M2JM) 

mz-m^ [ i v] 



[5£*, R 5 . ArttWIB0«***T*] T**nS^*^-«* [V] 



15 Kf», R 1 , R 2 &, TK^^XUCi— C 3 7)V*)VM, R*«**iR : ?XC 1 
— C 6 T;i/^;i/S (fib, n-^l'SIBK) ] T*«*n3flr^*m.fcf2. 
6 -;i^5>>0J:$fc*^j^T!fcEj&;3rit3 t>Hft£ [V I ] 




[IV] 




[V] 
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[5£** R*% R 2 > R 3 ^ R 5 WAr«|H©it^Wr§3 *»£ft£tf;&«l 

5 iv] T?asnsft^»^±iBHR^ [v] •easnsfc'&fcfc*, sa-eo. 

10 75 h\ fiifJUXfJk S^/f;i/XXrJk 7tb—hV)V, *?)V7 
x&-)VTfru—)V. ^/l/X KU$>>, JHP^X HI/ 

XX *->^X 1, 4-5?^U-X T-h7bH077>^^fStl, 
fe^-H^m-jK x^;PT^n-;K tfU^X ;i^v>X N, N-i?*?- 
;i/*;W*7^ h;vx>, ^->k>Wll:fe§. 

±fB-«5£ [IV] T^StlMr&ibfcftLTl. 2 
- 1 Omm, fi s *b<ttl. 2-2«©±BH»S [V] T*3ft*75>y$> 

(313 ZDS) 
20 [V I ] 

,1 




„ ° [VI] 
R 5 

RK R\ R\ R 6 S^Arft «WBO»#**T-5] T&StlSfl: 
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l£2>Z.t\Z&K>, -flgaS [VII] 




[VII] 



[5£*> R\ R\ R\ R 5 0ArH WBOEflcftWr*] T?**n*^ 
£TT 5 ~ 9 6 P#W, #£L<tel 2-2 4!$r B 1M^£i*3££££D, SJftte 

n-jk x^;i/7;i^n-;k n-yn/V-;!^ ^>if>> tTU5?> 
15 , ;i^3», FiHX 1, 4-z?*tt>. fh7kH077>^ 

o 

25 ifflfe^M)^A*miW6n» 4n?t>^U*a5-5/-:7;*#imT?&S. 
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z>z.ttfr%z>tf, ±m-m^ [vi] x-m^n^^mzMLxi. 2 

-10m £F£L<tel. 2~2«®ftj£8K 1-5 0^ #£L<&3 




[VII] 
R 5 

[5£*K R\ R\ R\ R 5 lkJfA r i&E0S#£W*r<5] T?^£n5ft;£- 

10 *fl#J£EJ££tt*££fc«fcOHK5£ [vin] 




[VIII] 



R*> R 2 > R 3 , R 5 RtfArlt «HB©it5lc**TS] Ta^n*^ 

»fldw©i¥*En? 5 ~ 9 6 mm, l < « 1 2 ~ 2 4 B#ra^#£-&3 ££fc<k 

20 ?k Kjftte^iTfs. 
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;K tt^fJVxXrJK 7-feh=hU;k pWI^T^n-Jk x^;Kf;l>n- 

5 jk ^>-tf>> **sv>. h;nx x-^;k i, 4-^4 i it> 

(f5Ig) 

^t-K [VIII] 

,1 



20 




[VIII] 



R 1 , R 2 , R 3 , RWArli t5IBCT*^T§] Tl$nS^ 
ix.lifh7tHD77> (THF) jSHM 
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■&%zt\z&r), [I] 




Ar 



NH H [I] 



[jfc*, R\ R\ RK R 5 0Arli MB©****?" *] T^StlS^ 

fcjtSfcjt5n3!l£fl!^T 5-96 l?*Kttl2~24 HHj^^fi £ 
10 5-9 6Pm &£V<\tl 2~ 2 4B#ra#£i*5 SJStt^tt-T 

;k it^^x^rJK 7-fehxhu;k x^;i/7;io- 
;k ^>t?>, h;px>, x-^;k i, 4-5*fr=HJ-> 

20 l/^WilT&Sc 
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z>cttfr%zti\ ±ib— *ss [viii] *ei$nsfl5^«ifc^i/Ti 

o 

K«Tf«ffl$n*^jpiibTtt, 7;i^~£a, -pj^a, * 

15 .fcOfrSC 



civ] T«$ns^«jtt, [ix] 




] 



WO 02/053548 



PCT/JP01/11267 



61 




N(R,R) 



[X] 



<DmMM&. £?S;L<teO~l 5 Or, 0. 5~96Bm $?£L<&12~2 
, 0. 1~9 6P*M, ff*L<ttO. 5~2»W«#3«£i:fc£?K SJ&te 

75 h\ 7-khnhD;k 7-fehX ^>ifX hiH>, X-rJk 1. 4- 
, N-^9^*jI/A75 h\ HPXX 7-fehX X— 




N(R,R) 



[XI] 
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DUi^X N-*^;i/fcWJ5», N, N-S?*^7XU>, 1, 8-5?71f 
lfS/^D [5. 4. 0] 7>x#-7-X> (DBU) , 1, 5 -7«f Ifv^D 
5 [4. 3. 0] y^— 5-X> (DBN) #©l3iIliil75X ^Atf** 

10 MJX3^7^>, N, N-^vynt^X^l^T^X **fltf"hU#A* 

*££*«T*«53&1, SIS, ±SB-*Si£ [IX] Ti$tl5{Mt:^UTl. 2 
15 ~10ii, fftKBl. 2~2»©JSg£&BU 1. 2~10#», $f 

$ l < » i . 2~2 ^©^b^^^^^^A^-r ;i/^^ffl-r^ 0 

y7x-JVX-fJk >>-/^- h U^X-7\^^tf£tl, 4 J Tt)> ? 7xX 
;i/X-7 L ;V;WjtT&3. 
20 ±fB-K [XI] T?**naft^ft3i«&*«»a*IC*ViT, #1^7* 

h u 7 a©^ 5 ^»t»^> ** w*th f ©<fc o nmrnm* 

xtJK 7-fehxhu;K ^^;P7;un-;k x^;U7;pn-;p, ^ 

->l/>, h;l/X>, *i/V>, X~ rJk 1, 4-^^>, f b7kh*D7 
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* U 9i«©7 W 'J^ifeiWtf 6n, *Tfe#U>7A- t e r t -7* 

o 

£#T?fr*. «&«HH5S [XII] 




[XII] 

[ XIII] 
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[XIII] 



[5S<K Art! t9EO«ftS*rrS] Tg|£ftSft£%£/\D^>te:7U-;!/ 

(mug) 

[X I V] 



] T«£naffr&*SHR5* cv] 



5£ [XV] 




[XIV] 




[V] 
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iv] rm^n^t^mt±m-^ [vi o^tit^, ^mto. 5-9 6 

mis #£b<te3-2 4l$ra£fS£i*3o 

io f'J^nax^x QWfcj^Ht, N, N-^^^J^M 

;i/n-;k x^7;m-;k ^>if>, hu^x 

XX *~>V>, 1, 4-3?**tf>, rh7tHD77 >^#WSn, fpT 

±IBHRS; [XIV] T^$tl-S{t:^#l»bT 1 . 
2-1 0», fiF*l/<ttl. 2-2#fi0±IB-^ [V] T?«Sn*T^U 

20 *;^*y;HoriStltlt ffl^^^S, x^;i/S, tert-^ 
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fcili, 7'J tert -^h^y^M^Vif® 

^^^I/^^^^^^I/S^cdt^;!/^;^^^;!/^-;^^, h u 7x~ 

10 [^Df^f^^- W-yT. • -f> • ^--^f-y ? • 5/>-fe^* (P r o t e 
ctive Groups in Organic Synthesis), T 
. W. ^'J-> (T. W. Greene) f, John Wiley & So 
nst (1981) ] Xte^n\zm?Z>Jjmzft-DTft?Zttf~T:Z2> 0 

(^2Ig) 

15 -fcS [XV] 




K«t>, R\ R\ R 3 , Ar, PGR^PG 1 ^ HufB©jt«^1-§] 

20 ##£TT£jft£i*3;i£}c£D-fl8:5£ [xvi] 
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[XVI] 



MeH pWP»*j*U R\ R 2 , R 3 , Ar^PGHt Iul3©m 

5 , XttlB«©^Sfe [yo-r^x^^ • if)\r-7X • *-#X*/£ . 5,>fe 
v'^ (Protective Groups in Organic Synt 
hesis), T. W. ^L)-> (T. W. Greene)!, John Wi 
ley & Sonst (1981) 3 XtWtlC^f §^Hf oT, 

15 ^aHOSFffTK:, -10 0t^ L < 0 ~ 3 0 <C> 0. 
5~9 6^> #£L<te3~2 4M J KjS£-&£«> 

, l, Hj#nnx*x N, N-^^*;WA7SH 

20 , StifMXfJK U^^xXt^K 7-khxhu;K ft*Si& ^ 
)V7)Vn-M x5^;l/7;i/3-;k ^>-tfX *y^>, H£, h;ix>, 
1, 4-^***>> fh7kFD77>f«^ 
(DMfrZ. ^T%mt^U>. ^dd^A, 1, 7-fe 
hxhU;k N, N-$?*^;VjKn,A7Sr^ 1, 4-e?:t*+rX h;vx>^ 
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, N, N-JMV^DE^X^l/T^X N-^fKMiJX N-^^JHf 
P»J*7>\ N-^fJktXiJ^X N, N-^W^UX 1, 
5 t£$/£m [5. 4. 0] £>x#-7-X> (DBU) > 1, 5-71ftf>'^P 
[4. 3. 0] /^-5-X> (DBN) ^3iI»$>;iA«HU 

4 -vtz-frr tfnux ;i^>> -yv*/ 

©7;W 'J &m ; mX.tfftMltl' b U £A, u v&^vtm u &js# 

-tert-W-K ^HJ7AX3^-K 2-hy£A*3 L 7-h$GD7 

;^u^R7;P3*^h ;m&*®tffc#y£A, *i£ft^hy7A^c/>7;p# 
y &MiKm<&ti ; «AJ4)»«* y 7A#07;kfr y MMKiv^if 5*u 4 1 

T%^3«J«75>^WiiT^D, ^£b'JX^;l/7^>, N, N-5M 
15 7 7°P tf;i/X^;l/7 5- Q $mx&%. 

RftTMQ'ZnzmGmttMtLXtt., m^-fcKP*>^>y*hy7V* 

>-2, 3-hKD^'>~3, 4->?tFo-4-t 

*7-l, 2, 3-^>7hU7y-;P#^W^n, WN-hFP^ 

20 > v* h y 7 . 

^>w;^5H, i-^^;!/-2-ya^eu^x^A7-r^-r h\ n 
, n' -#;i^x;i^s^/-;k ^7xx^7#77#y;h7py F, s>7 
xx;P7^7^^-u;i/7>?h% N, n' -5>x*$/:i$sw;&;w^-K n, 

25 N' -i?X9*s—*i?J\,ttin,-h* l-X^;V-3- (3-i?.*3MV7== y 

7nt?;W *;w#5M5Fi«fe!fc ^nnflli^ ^nn^v^jk 
^>7hU77-i-y;i/-^v-hU7 (5?* 7) 7^-77^--^ 

jfcfrjW^-YSF, i-x^-3- (3-> f ^^;P75y7pe;p) tuw*? 



10 
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ION, 0--^^5 L ;HiKn+i/;V75>, i~5om $?£L<te3~5^ 
ftOttS, 1-50 mm, $? £ L < fct 1 ~ 5 »0»^1ii&9JR^/X«: 1 ~ 5 

(£3 IS) 
HK& [XV I ] 




[XVI] 



[5£*> R\ R 2 , R 3 , Ar, PG^tfMett, »IB©*ft**T-B] 
15 b&TOtt*«»Ji** <ffift*6SaT?R*ac-&*CltlcJ;DHRS; [XVI I 

] 




[XVII] 



R\ R 2 , R 3 , R 5 , ArRtfPG 1 ^ tGIBO** WT§]TS$n 
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70 



-78-30^, 0. 5~96Bm #*b< KU 2~2 4PSKEfc$1*>5. 

SfllT, ±fB-*85£ [XVI] Tg^nSMWlT 2 ~ 
1 S l< }i 2 ~ 3 ii©^>J ^7M$f it§ 0 

(«4Ig) 
-*B5t [XV. I I] 



R 1 * R 2 , R 3 > R 5 , ArMPGHt MeojfcftS^rr*] 




NHPG' 



[XVII] 
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[^f^- • -f > • • -»-k->X (P r o t e 

ctive Groups in Organic Synthesis), T 
. W. yj-> (T. W. Greene) f, John Wiley & So 

n stt a 9 8 1) ] xn*n\zm?z>Jjmzvt?T. fljuaxois 
#snfc±ia— «si [vi] T^^nsfls^Wisi^aitisBifeAoiga- 5 

-feS [X I X] 



m^t^-m: cxvi i n 




[XIX] 




[XVIII] 



HO 
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(£2X8) 

5 ±SHRS [X I X] £> -85£ [XX] 



<h£j£3i*£ £ <h fc£ D fc-J&ifc [XVI I] 



10 D^«t», R\ R 2 , R 3 , R 5 , ArRCJtPGMi M8B0iS**W*rS]T?3J$n 
15 £fij& #SL<fcj:5 0~1 2 OtJ, 0. 5~9 6P?NK £?3:L<&2~1 2Bf 

2-^pdi^>, hu//nnx^x ra«Mfc;&*> n, n-^pWMn^a 
20 75 h\ 7t:h-HJ;k 7irh>, ^>if>, hiHX x~5\>k 1, 4- 





WO 02/053548 



PCT/JPOl/11267 



73 



, N-it^MJV&TS. b\ h;i/XX **/V>> 7thX 

5 DU^X N-;WI/t^Uv>, N, N-^W-'JX 1, 8-X71f 
tfv^D [5. 4. 0] ^7>x#-7-X> (DBU) ^ 1, S-nffcfv^D 
[4. 3. 0] /7— 5-x> (DBN) f©l3lS«75X ^^zK^ 

±ib-« [xix] rmznzik-tmzttVTi. 

2~2 0m »*b<«l. 2~5M©±!E-«5£ [XX] nmtStlZfcfi 

#6nfc±BBHRS: [xvi i] «$n5{t-&#/«M3fi^c©^4x@, gg 

20 jt&ACDfg 3-5 lS©#8rt?±|2-*85*; [ 1 1 T^StlSflS^K^TS £ 

(JS1IS) 
-$5£ [XXI] 



25 




[XXI] 
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[V] 



^>©«fc5JS:afe»«E+T&SJK$*, -JKsfc [XXI I] 



[5£+, R 1 , R 2 , R 3 > R 5 > Ar, L 2 tt, lWnE0*«*#f *] Tf*Sn* 

10 xi] T^znz>fc&yo t ±ib-^ [v] -wsna-ft^fcis, ^mto. 
, #iciB«tt$tia:v^, Mtfcmzmmmik^uy, ^dd^a, i, 

15 75 h\ iftxfjuxf^ wmt^JVxzr)]', 7-fehxhu;k ^^;i/7 
x^;i/j;P3-;k ^>-ifx ^>u>. tfu^x 

S21t*M?t5*J, ±IB-^ [XXI] T?*§n5^ft^UTl. 

2-1 0«> ff*t,<ttl. 2~2<8E*©±IBHRS [V] T«3tlS7$?U 



5 
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75 



(J&2I8) 



-«st cxxi i] 




Ar I H4-NH 2 

w\ ^3 [XXII] 



5 R\ R 2 > R 3 , Ar, L 2 «, MIB©S*^Wr§] 

CXX III] 

R 5 CHO PCXIII] 

XXIV] 



K*, R\ R=\ R 3 , R 5 , Ar, L 2 &, l9ffiCD«*^^rTS] T^Stl 

20 s*Tttffl*na^r«»i«tbTtt, sj«K:i^#*3&^^v5t)OT?*ntf 




[XXIV] 



WO 02/053548 



PCT/JP01/11267 



3*-;k X^T^n-jk n-yp/W-;k ^>-fe?X *v"kX t!U> ? > 
5 , hJH>, ^>k>, 1, rh7kFD77>f 

io M§&#©;w;^;M^fc£p-h;i/x>;^*>m, HJ :7jk*-n^>;ui/* 



15 7A, W^-hU»7A«!*S**f6tU ^Tfc^t^^-^-^XrtWjiiT&S 



Sit^Tt^^ iIS> ±|EHRS [XXI I] ~?m$tl%lk£>mzttLT 1 
. 2~10m fiFtSlXttl. 2~2M©±ffi-«5$ [XXI I I] 
20 n57^rkH, 1. 2~10^i, IfSUfil. 2~2^*©j£»J, 1~ 

HR£ [XX I V] 
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rk r 2 , r 3 , r 5 , Ar, l 2 &, fH3o***^rrs] T?a**n* 




5 [5^ R 1 , R 2 > R 3 , R s , Arte, 

&S£ffl^T> - lOOt^MoMI, #i;L,<«-7 8-3 OIC, 0 
10 . 5 ~ 9 6 mm, ft S b < tt 1 2 ~ 2 4NfP^J^$-&S £ tT^rtBHSIS^fc: 

15 7>»fSn5^ #^J^«X-t-;K jh7kb'077>> y^DA^ 

>TMEDA, A*1M 7^***7 5 > HMPA, &ftU ^£A^£tf Stl, 
4>T*>N,N,N\N'— y- h y *^)VX?-U>i?7S. >*J«FJ|T»S. 
20 R**t?ttffl$n*4iaibT^ flfctfn-^l/U^Ok, sec-^JI/'J 
T^A, t-^WJ^A, 7xX;1/Ut c '7A> ^JHJf7AP#tf5n 

*££**Tf£*tft, aUT, ±13-^ [XXIV] T«2ft&te-&t!fc*fLT2 
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-1011, #£t,<te2~3«©j&S£$fflT3 0 

#&n&±iB-*5£ [xxv] i:mt<nzfc&mzjm8iA<Dm4xm<D%& 



5 ggfeF 

-jte* [xxv i] 
€LoH [XXVI] 

Aril tulB©«&W1-^] T!*3n*fc'&4fefc-jteS [V] 



10 




9^>®«k5fcfi^fclt*T££jS£li\ [XXVI I] 



R 1 




[XXVII] 



[it*, R 1 , R 2 . R 3 , Artt, hub©****?-*] rmn^^mz^ 

15 $T-#So 

EjrraB-r * warn, KPHb'&«R«s**ffK: «k o xm^mmr % c t & 

VI] *«£ftSfcfctoi:±ieHRS [V] *C*Sn*ft^*i*, i^TO. 
5~9 6R#HB> #*l,<tt3~2 4l*MEJfc3l**. 

20 R>rcttffl*n*^rtijgatbTtt, sjstia^ffsR^j&^'bOT&nji 
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;V3-;k x5=-;1/7;1/xj-;k ^>ifx ^->i^x tfu^x ;i^>> h)i 

10 1. 2~10m l?tl<Sl. 2~2^a©±SE— «l£ [V] T£$nS7 

(»2IS) 
HK^ [XXV I I] 

,1 




fcn4ffltBLj&2i£z>zLt\z&r)\z-ti&: cxxvi i n 

R 1 

( Ar hA-NH 2 

^3 [XXVIII] 

CHO 

CS*> R\ R 2 , R 3 MAr(l tfifa©3§fefc*^rfS) Tig£tl3te£-#i#t 
"tfxm3BM2itZZ\tKL&r), HRS: [XXIX] 
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[XXIX] 



a 



&BMtfN£SaftT5~9 6 mm. USKttl 2~2 4R&roEJfcS1*5J:£f;:«fc 
15 £££3rC£5^ SIS, ±IE-JKS [VII] ^n5ft^«l:»LT0. 
2-y/?oni^>, hU^PPX^X N, N-^^WM75 h\ « 

p-;k x^7^p-;k n-7°P/\v-;k ^>i?x 3^>i/x tfu> ? > 
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, )V?*?y. hJH>> *z/U>, 1, 4-5?^U-X rh7kHD77>f 

Wen, "fT^tfU^x ;i^s?x n, n-^^;m?;va75H, h)V 
x>, *^v>*3Wjtr*«. 



s ®^ ±ehrs; cxxvi 1 1] 7?s$n«^«i^L/ 

T, 1. 2~10fl, $?£L<tel. 2~2**0ft»3!K 1-5 0*1, 

15 * v < \z 3 ~ 5 mm<Dm*m~?%o ma. wmmmz, -mx\&tft%k±M 

0B3I8) 
HR5S [XX I X] 



20 [^4'> R\ R\ R 3 , Art! WIHO**feWf*] TSSnS^fttA 

[XXV] 
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H [XXV] 



R\ R\ R 3 , R 5 , Aril S5IB©lc*^^rT§3 Tf*3n*fc"&tt 

©fe©teovvr©ft£rtfe©li!iifeT?&s. 

[VII] 



Kt, R x > R 2 , R 3 > R 5 , ArU iWB©*i*£Wf £] 
tHB& [XXX] 



57J^A7-f KSS***S^ifcJ:OHRrt [XXX I] 




[VII] 



R 4 L 3 



[XXX] 
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Kfo\zm^&Mfo, mmk£MRtfKmmz&?Tm:mM?z> z. tour 
xx] T°mnz>7)i*)iA7-< \*%^m&m®mm*T\ 5-9 6^, 0 

z>z.ttfT?%%tf y mn. ±E-jRs [vii] •«$n*fc'&4&fc#LT, 1 

15 ~5 0^*, #3;L<«1 0~5 0«©±B2-jR^ [XXX] TSStL*^ 



20 gjj&H 

[I] T^$n§^#©5^> R 4 /»S?X©fc©fco 

— ^ [XXV] 




[XXV] 



25 [5£f», R\ R 2 , R 3 , R 5 ; A r ttS9IBO*5|cS^rr<5] T3l$n3<fc£-#>£ 
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$>2u um&MMm<D& 5 tm%-&m{m<Dft&TmuT°T* 5-96 utr^ 
;k st^fMx^K 7-fehxhu;k ^^r^a-;^ x^r^n— 

10 ;k ^>ifX * 9 sV>* h;i/X>, ^r-yVy, x-tVK l. 4-v;r=Hf> 

*c£j&tT*Sjfo ii^, ±iBHRa: [xxv] r^n^h^mzMLx 1 . 

20 2~i o^fi, jsf*l<i4i. 2~2g&<DmimzmmTz B 

mz, ^mmmmmmmiz^rrMz. fc&wni 1 1 6©^^ 

^b^^ £ b > &fc£#fi!#&a>jfil b«k5fi©GLP-l mg^cDj^w ^^ftf b 

25 (tt»*fe) 

ft**#Tf«ffbfc*ttt^-fX^-7yh (H9jl^rx n=6) £ 
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'b^in-Dxssm^mvft, «*©glp- lmmmm^mGL?- 1 

Student T&fe&mteTffir&m^ ^OttWiW**** 

t9 



10.0-. 



P<0.01 




1116 lOmg/kgl^ 



fe^0«Ttt^fii^<i:Jti^LTWli^^jfiL^ G L P - 1 #qg& Ztlft. £ 
10 Ott**D, **M©fl2^»W:7yhfc*ViT*^Jii I l 3 GLP-l»aF*M-r* 




PCT/JPOl/11267 



R x > R 2 , R\ R\ R 5 , ArRrXntSldlB©***^*. 
5 XfMb<IJI, R s X»Ar±©7X^C^tj"^ X«R s X«Ar±© 

15 7W7^>w&» &)\'9^>wtt®m&7$;m&imtfz>*i%* 
nt VTmmztizm&izfe, ^com^mz^ v o %m.t lt h&m-rz z. t 
&^<D7Mv&mt<Dm.m*mtfzz\t&i!%z> a 
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mfcvmm, ^<D%smu %7±)v%u wxwoiititu 

is ^n^©^j< *^-fe;w«, may, &3&®ia&tttti& -nrnzuo. i 
&mim<D&mthTm&?zz\t&~c%%. mz, #mnmz®$ 

(#l;U^x>i?, *X>K:^y , llltt 
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0. 0 0 Omgm Wtt&&&Xf&R£. «k 



% w £ & HE -r § fc & <*> * ft o & m 

ll$0J©?$Ji£D-?h^7&, 7>-h^bTS i 1 i c age 1 6 OF 

245 (Merck) ft, *Wl»£kTUVftffl»ftJBV>fc. tJ^AM^JH^ 

£LT\$> Wakogel™ C-3 0 0 efttifoffili) 2»ffi*7Affi->U* 
10 LC-SORB™ SP-B-ODS (Chemco) £fc«Y 

MC-GEL™ ODS-AQ 1 2 0 - S 5 0 (iJWteW^flf) ft/BV>fc 0 

i-Bu: -fy^^P* 

n-Bu : n-y^Ug 

t-Bu: t -7?)Vm 
15 Me:^^;VS 

E t : x^;p* 

Ph : 7x-M 

i-Pr : -f yyatr;PS 

n - P r : n - y n fcf^S 
20 C D C 1 3 : p D^;i/A 

me thano l-d 4 : fi^ $ J —)V 

DMso-d 6 : s^^tjv^vK 



25 UWi o i 6<D%m (3— fyyptf;i/-5-7xn;i/-2 > 3, 4, 5- 

fh7bPD- 1H- 1 A 6 , 4-^>y5 1 7izk?>- 1, 1 

y^DD^> (3 0 0ml) fcJ:tf2-7$y-3-.*3\fl'- 1-y*/- 
;!/ (5 0. Og, 4 8 5mmol) ftft*JMH»Tfl'&U 0 'CT:!&{k7JM,> 
ft (3 5. 0ml, 5 2 4mmol) ftiffTbfc. »l7t, S^ft^fiT 
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2ftlWI#bfc. * (10 0ml) fc£tf5 0X2K«fc±hU$A*»« (10 

#*^:frU£AT?ttJ*u rm<D&ffli2-'(v7ti\zjU7Vvv> (3 6. 

3g, 4 2 6mmo 1) (t$8 8%) . 

5 1 HNMR (CDC 1 ,) <5 : 0. 97 (3H, d, J = 6. 2 Hz) , 1. 0 

3 (3H, d, J = 5. 9Hz) , 1. 0 4- 1. 2 0 (1H, m) , 1. 35 
-1. 37 (1H, m) , 1. 71-1. 77 (2H, m) 

N, N, N' , N' -T-b7*^)VX^U>P7=i> (TMEDA) (6 3. 

9ml, 4 2 4mmo 1) ®'>^D^t> (3 0 0ml) i&^&^U n- 
10 7 ! ?)VV ; ?V&<D2. 5Mi/^DA^it>M (17 0ml) £$sinLfc 0 ^3" 

7x7-^(2 3. 3g, 2 12mmol) Slfe^fc^illU Bfe^iS. 

T?ft#bfc. ^>y-hU^ (2 1. 8g, 2 12mmol) ZmtuTZtZ? 

iJ-W^tl, ILtt££fiT--ttift#U&. 7K (2 0 0ml) £»U *g£#I 

&3 0#H«#b&&, #B£#HiU H#®*»^hU^A-C«raiU PH 
15 £14£Lfco £0DiS«£9O#IS*R3l*\ ^l^«LiHlt:iDp 

20 M#fi0i^M7x-J^ (2-X;I/7 7^7iZJW *^/> (3 6 
. 4g, 17 Ommo 1) (W8 0%) . 

X HNMR (CDC 1 8 ) <5:4. 21 ( 1 H, s), 7. 14-7. 25 (1 
H, m) , 7 . 3 1-7. 3 9 ( 1 H, m) , 7 . 4 0-7. 6 3 ( 5 H, m) 
, 7. 7 5 - 7. 8 0 (2H, m) 
25 FAB-MS (m/e) : 2 1 5 [M+H] + 

Igl~C#5ftfc'ffr&% (0. 3ml) &xm2<D&m® (3 0 0mg, 1. 

4 Ommo 1) <D2, 6-)^i?> (3. Oml) KtlltlfiTl/:. m 
»m S^5iST3«fWb> 2S&m (1. Oml) % 
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>/Six^i, (9 0/10) MIJm*7A^p-7hif77^-i:il 
5 4-A>\/^7iztf> (2 6 6mg, 0. 9 4 7mmo 1 ) £#fc (K$6 8 % 

) o 

*HNMR (CDCl a ) 6:0. 95 (3H, d, J = 6. 7Hz) , 1. 0 
6 ( 3 H, d, J = 6. 7Hz), 1. 94-2. 11 ( 1 H, m) , 2. 96 
(1H, ddd, J = 12. 3, 6. 5, 4. 0Hz) , 3. 27 (1H, dd 
10 , J = 12. 3, 11. 3Hz) , 3. 62 (1H, dd, J = ll. 3, 4. 
0Hz), 7. 09-7. 15 ( 1 H, m) , 7. 32-7. 6 4 ( 8 H, m) 
FAB-MS (m/e) : 2 8 2 [M+H] + 

Ig30« (18 0mg, 0. 64 0mmol) 0h'J7MD»i (3 

. omi) mmz, 3o%mwL{k*m7k a. omn zmo^vumr-muv 
15 tco mna^j^ n^m^w^-^MWh, i o%^tfmi-hw&*mm 

rttfK*l, 4-VttV>mWL (3. Oml) £fi-&U I« (2 0 0mg 
, 3. 0 6mmol) IZ&MLtz, fi£«£-Bfe£iaTfli#U mmWt 

, Mffi»^«)Tfia«i^*»«Tf«c^^, lasu m&Tizmffibft. mm* 

y'J^^HT, AW>/Bil^ (8 0/2 0) ZmfmtTZXy&Z 
0?h^77^H:ftU Bfaoft^*3-' TV 7u\i)V- 5-7z^-2, 
3, 4, 5-rh7hFD-lH-lA 6 , 4 -^>V^7if tf >- 1 , 1-i? 
25 t>Oi?77Nfl/^T-a (3 5. 8mg, 0. 1 1 4mmo 1 > JRJjR 1 8 %) 
*£tfb (6 2. 6mg, 0. 19 9 mm o 1 , JR¥3 1%) *®M&<DMft$i 

mmtbxntco 

X HNMR (CDCl a ) <5 : 0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49-3. 58 (1H, m) , 5. 99 (1H, s 
), 6. 68-6. 71 (1H, m), 7. 33-7. 43 (7H, m) , 8. 
5 13-8. 18(1 H, m) 

FAB-MS (m/e) : 316 [M + H] + 

X HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 7Hz), 1. 90-2. 05 ( 1 H, m) , 2. 94 
10 -3. 02 (1H, m), 3. 42-3. 50 (2H, m) , 5. 85 (1H, 
s), 6. 88-6. 95 (1H, m) , 7. 29-7. 42 (5H, m) , 7 
. 44-7. 50 (2H, m) , 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 3 1 6 [M+H] + 

15 wr\zmmm 1 tmmzvxnit4k&m®toWM&&m'. 

fc&toWl 0 0 ltPgfe (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : H ; R 4 : H ; 
R 5 : Ph ; n = 0) 

J HNMR (CDC 1 3 ) <5:2. 77 (1H, ddd, J = 3. 0, 10. 4 

20 , 14. 1Hz) , 2. 86 (1H, ddd, J = 2. 9, 4. 0, 14. 1H 
z) , 3. 39 (1H, J = ddd, 2. 9, 10. 4, 14. 1Hz) , 3. 
58 (1H, ddd, J = 3. 0, 4. 0, 14. 1Hz), 5. 71 (1H, 
s), 6. 62-6. 65 (1H, m) , 7. 03-7. 14 (2H, m), 7 
. 24-7. 40 (5H, m), 7. 60-7. 64 (1H, m) 

25 FAB-MS (m/e) : 24 2 [M + H] + 



fc&WlMl 0 0 2Q§gjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : Me ;R 4 ; H 



mm 3 



; R 5 : P h ; n = 0 ) 
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X HNMR (CDClg) 6:1. 22 (3H, d, J = 6. 5Hz) , 2. 4 
6 (1H, dd, J = 10. 4, 14. 1Hz) , 2. 87 (1H, dd, J = 
2. 3, 14. 1Hz) , 3. 48 (1H, J=dqd, 2. 3, 6. 5, 10 
. 4Hz) , 5. 67 (1H, s) , 6. 5 9 -6. 6 3 (1H, m) , 7 . 0 
5 0-7. 16 (2H, m), 7. 26-7. 39 ( 1 H, m) , 7. 40-7. 
4 4 (4H, m) , 7. 6 1-7. 6 6 ( 1 H, m) 
FAB-MS (m/e) : 2 5 6 [M + H] + 



10 ik&tomi 0 0 6<DMM (A r : P h ; R 1 : i -P r ; R 2 : H ; R 3 : H ; R 4 
: H ; R 5 : Ph ; n = 0) 

*HNMR (CDClg) 6:1. 04 (3H, d, J = 6. 8Hz) , 1. 0 
7 (3H, d, J = 6. 8Hz), 1. 90-2. 02 (1H, m) , 2. 60 
-2. 68 (1H, m) , 3. 26 (1H, dd, J = 9. 9, 14. 1Hz) 
15 , 3. 44 (1H, dd, J = 2. 7, 14. 1Hz), 5. 66 (1H, s) 
, 6. 59-6. 6 5 (1H, m) , 7. 00-7. 40 (7H, m) , 7. 6 
0-7. 6 3 (1H, m) 
FAB-MS (m/e) : 2 8 3 [M + H] + 

20 MMM 5 

ik&mmi 0 0 7 0mm (Ar : Ph ; R 1 : i-Pr ;R 2 :H;R 3 :H;R 4 
: H ; R 5 : Ph ; n=2) 

: HNMR (CDClg) 5:1. 09 (3H, d, J = 6. 9Hz) , 1. 1 
6 (3H, d, J = 6. 9Hz) 2. 8 5-2. 9 5 (1H, m) , 2. 96- 
25 3. 0 3 (1H, m) , 3. 50 (1H, dd, J = 2. 9, 14. 8Hz) , 
3. 74 (1H, dd, J = ll. 1, 14. 8Hz) , 5. 92 (1H, s) 
, 6. 68 (1H, d, J = 8. 9Hz) , 7. 3 0-7. 4 5 (7H, m) , 
8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 3 1 6 [M + H] + 



mffiM4 
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mmm6 

fc&®mi 0 1 5<DWk (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
: H ; R 5 : Ph ; n=0) 
5 X HNMR (CDClj) 6:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J =6. 7Hz), 1. 90-2. 05 (1H, m), 2. 75 
-2. 85 (1H, m), 2. 85-2. 9 4 (2 H, m) , 5. 72 (1H, 
s), 6. 72-6. 79 ( 1 H, m) , 7. 05-7. 16 ( 2 H, m) , 7 
. 24-7. 38 (5H, m) , 7. 48-7. 51 (1H, m) 
10 FAB-MS (m/e) :2 84 [M + H] + 



fc&Ml 10 17 Ogj 

mfl/tY-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :M 
15 e ; R 5 : P h ; n = 0 ) 

'HNMR (CDC 1 3 ) 6:0. 91 (3H, d, J = 6. 9 Hz) , 1. 0 
2 (3H, d, J =6. 9Hz), 1. 58-1. 71 (1H, m) , 2. 19 
(3H, s), 2. 47-2. 54 (1H, m), 2. 70-3. 00 (2H, m 
) , 5. 97 (1H, s ) , 6. 76-6. 72 ( 1 H, m) . 7. 22-7. 
20 4 1 ( 5 H, m) , 7 . 6 0- 7. 6 5 ( 3 H, m) 
FAB-MS (m/e) : 2 9 8 [M + H] + 
^7Xf^7"b (Ar : Ph ; R 1 : H ; R z : H ; R 3 : i-Pr ; R 4 : M 
e ; R 5 : Ph ; n=0) 
X HNMR (CDC 1 8 ) 6:0. 98 (3H, d, J = 6. 9Hz), 1. 1 
25 7 (3H, d, J = 6. 9Hz), 1. 58-1. 71 (1H, m), 1. 78 
(3H, s) , 2. 63-3. 00 (3H, m) , 6. 03 ( 1 H, s) , 6. 7 
6-6. 72 (1H, m) , 7. 22-7. 41 (5H, m) , 7. 65-7. 
6 9 (3H, m) 
FAB-MS (m/e) :2 9 8 [M + H] + 
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tt&mto 10 3 1 <D&M 

^TXfVt^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R 5 : 4-OH-Ph ; n = 0) 

X HNMR (CDC1 3 ) <5:0. 93 (3H, d, J = 6. 9Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 75 (1H, m) , 2. 44 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 
10 8Hz) , 5. 07 (1H, s) , 6. 60-6. 64 (lH.m), 6. 83 
(2H, d, J = 8. 6Hz) , 7. 02-7. 13 (2H, m) , 7. 27 ( 
2H, d, J = 8. 6Hz) , 7. 60-7. 64 ( 1 H, m) 

FAB-MS (m/e) : 3 0 0 [M + H] + 
^7XfVtT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
15 ; R 5 : 4-OH-Ph ; n = 0) 

X HNMR (CDClj) (5:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz), 1. 95-2. 05 (1H, m) , 2. 76 
-2. 8 3 (1H, m) , 2. 8 7-2. 9 4 (2H, m) , 5. 6 5 ( 1 H, 
s) , 6. 78-6. 82 (1H, m), 6. 80 (2H, d, J = 8. 6Hz 
20 ), 7. 10-7. 14 (2H, m) , 7. 20 (2H, d, J = 8. 6Hz) 
, 7. 49-7. 52 ( 1 H, m) 
FAB-MS (m/e) : 3 0 0 [M + H] + 

mmm9 

25 tt&toMl 0 3 2<D$m (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
: H ; R 5 : 4-OH-Ph ; n = 2) 

'HNMR (CDCl a ) <5 : 0. 94 (3H, d, J = 6. 4Hz) , 0. 9 
8 (3H, d, J = 6. 4Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 92 
-3. 00 (IH.m), 3. 35-3. 52 (2H, m) , 5. 77 (1H, 
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s) , 6. 83 (2H, d, J = 8. 5Hz) , 6. 9 2 -6. 9 7 (1H, m 
) , 7. 18 (2H, d, J = 8. 5Hz) , 7. 4 5-7. 48 (2H, m) 
, 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M+H] + 



{k&QlWlO 3 3 081 (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
: H ; R 5 : 3-OH-Ph ; n=2) 
'HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 7. 0Hz) , 1. 0 

10 0 (3H, d, J = 6. 8Hz), 1. 95-2. 10 (1H, m), 2. 98 
-3. 0 4 (1H, m) , 3. 40-3. 55 (2H, m), 5. 82 (1H, 
s) , 6. 80 (1H, dd, J = 2. 9, 7. 8Hz) , 6. 83 (1H, d 
, J = 2. 9Hz) , 6. 90 (1H, d, J = 7. 6Hz) , 6. 95-6. 
98 (1H, m) , 7. 25 (1H, dd, 1 = 7. 6, 7. 8Hz), 7. 4 

15 7-7. 50 (2H, m), 8. 13-8. 16 ( 1 H, m) 
FAB-MS (m/e) : 346 [M + H] + 

mmm 1 1 

j^sMU 0 3 4<Z)$Sj§ 
20 5?7XfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-OH-Ph ; n=2) 

a HNMR (CDC 1 3 ) 6:1. 00 (3H, d. J = 7. 5Hz), 1. 0 
0 (3H, d, J = 7. 5Hz), 1. 82-1. 94 ( 1 H, m) , 3. 17 
(1H, dd, J=ll. 3, 14. 5Hz) , 3. 47 (1H, dd, J = 2 
25 . 8, 14. 5Hz), 3. 48-3. 58 ( 1 H, m) , 6. 07 (1H, s 
), 6. 80-6. 85 (2H, m), 6. 94-6. 97 (1H, m), 7. 
06-7. 10 ( 1 H, m) , 7. 21-7. 28 (1H, m), 7. 49-7 
. 5 3 (2H, m) , 8. 16-8. 2 0 (1H, m) 
FAB-MS (m/e) :3 3 2 [M+H] + 



5 
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^TXfW^-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-OH-Ph ; n = 2) 

1 HNMR (CDC 1 3 ) <5 : 0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 9 2 -2. 0 5 (1H, m) , 2. 92 
5 -3. 02 (1H, m) , 3. 46 (1H, dd, J = 9. 6, 14. 3Hz) 
, 3. 57 (1H, dd, J = l. 9, 14. 3Hz) , 6. 13 (1H, s) 
, 6. 80-6. 8 6 (2H, m) , 6. 96-7. 0 0 (2H, m) , 7. 1 
2-7. 17 (1H, m) , 7. 25-7. 32 (1H, m) , 7. 53-7. 
61 (2H,m), 8. 13-8. 17 ( 1 H, m) 
10 FAB-MS (m/e) : 3 3 2 [M + H] + 



mmm 1 2 

tt&tilW 1 0 3 5 OWt 

^7^fW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
15 ; R 5 : 4-MeO-Ph ; n=0) 

l HNMR (CD C 1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz) , 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 7 5 - 1. 8 5 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 9, 11. 
20 4Hz), 3. 85 (3H, s), 5. 81 (1H, s), 6. 72-6. 76 
(1H, m) , 6. 95 (2H, d, J = 8. 8Hz) , 7. 32 (2H, d, 
J = 8. 8Hz), 7. 34-7. 41 (2H, m) , 8. 12-8. 16 (1 
H, m) 

FAB-MS (m/e) : 34 6 [M + H] + 
25 S^7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R s : 4-MeO-Ph ; n = 0) 
1 HNMR (CD C 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 

8 (3H, d, J = 6. 7Hz), 1. 90-2. 03 (1H, m), 2. 98 
(1H, ddd, J = 3. 7, 5. 6, 9. 1Hz), 3. 43 (1H, dd, 
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J = 9. 1, 14. 6Hz) , 3. 50 (1H, dd, J = 3. 7, 14. 6H 
z) , 3. 82 (3H, s), 5. 7 9 (1H, s) , 6. 88-6. 96 (1 
H, m) , 6. 91 (2H, d, J = 8. 8Hz) , 7. 24 (2H, d, J = 
8. 8Hz) , 7. 4 3-7. 5 0 (2H, m) , 8. 13-8. 17 (1H, 
5 m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 

mmm 1 3 

ft&Wn 0 3 6<DU& (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
10 :H; R 5 : 3 —Me O-Ph ; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 7. 0Hz), 0. 9 
9 (3H, d, J = 7. 0Hz), 1. 92-2. 05 (1H, m) , 2. 95 
-3. 00 (1H. m) , 3. 40-3. 05 (2H, m) , 3. 79 (3H, 
s), 5. 82 (1H, s) , 6. 82-6. 98 (4H, m) , 7. 29 (1 
15 H, dd, J = 7. 4, 8. 3Hz), 7. 43-7. 47 (2H, m), 8. 
12-8. 15 ( 1 H, m) 
FAB-MS (m/e) : 34 6 [M + H] + 

mnm 1 4 
20 tt&mm 1037 omt 

y77fW?-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 2-MeO-Ph ; n=2) 

'HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J =6. 7Hz), 0. 9 
6 (3H, d, J = 6. 7Hz), 1. 76-1. 85 (1H, m) , 3. 06 
25 (1H, dd, J = ll. 5, 14. 3Hz), 3. 45 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 54 (1H, ddd, J = 2. 2, 4. 9, 11. 
5Hz), 3. 70 (3H, s), 6. 12 (1H, s), 6. 6 7-6. 70 
(1H, m), 6. 92 (1H, d, J =8. 2Hz), 7. 06 (1H, t, 
J = 7. 5Hz) , 7. 3 0-7. 4 0 (3H, m) , 7. 50 (1H, dd, 
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J = l. 5, 7 . 5 H z ) , 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 346 [M+H] + 
y7XfI/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-MeO-Ph ; n = 2) 
5 a HNMR (CDC 1 s ) 6:0. 92 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz), 1. 90-2. 01 (1H, m) , 2. 83 
-2. 93 (1H, m) , 3. 55 (2H, d, J = 6. 0Hz) , 3. 7 8 ( 
3H, s), 5. 92 (1H, s), 6. 86-6. 90 (1H, m) , 6. 9 
4 (1H, d, J = 8. 2Hz) , 6. 99 ( 1 H, t, J=7. 5Hz) , 7 
10 . 2 6-7. 4 5 (4H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 346 [M + H] + 



nnm 1 5 

1 0 4 0 ornm 

15 VTZT-UXv—a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 4-BnO-Ph ; n = 0) 

X HNMR (CDC 1 3 ) 5:0. 9 4 (3H, d, J =6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5-1. 7 4 (1H, m) , 2. 43 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
20 . 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 
8Hz) , 5. 10 (2H, s) , 5. 59 (1H, s) , 6. 60-6. 64 
(1H, m) , 7. 01 (2H, d, J = 8. 8Hz) , 7. 02-7. 12 ( 
2H, m) , 7. 35 (2H, d, J = 8. 8Hz) , 7. 3 3-7. 4 9 (5 
H, m) , 7. 6 0-7. 64 (1H, m) 
25 FAB-MS (m/e) : 3 9 0 [M+H] + 

^77fl/t"7^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 4-BnO-Ph ; n=0) 

*HNMR (CDC 1 3 ) 8:0. 94 (3H, d, J =6. 8 Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 9 5- 2. 0 9 ( 1 H, m) , 2. 83 
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-2. 91 (3H, m) , 5. 07 (2H, s) , 5. 69 (1H, s) , 6. 
79-6. 82 (1H, m) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 0 
9-7. 17 (2H, m) , 7. 26 (2H, d, J = 8. 8Hz) , 7. 30 
-7. 49 (5H, m), 7. 50-7. 52 (1H, m) 
FAB-MS (m/e) : 3 9 0 [M+H] + 



1 6 

it^mmi 0 4 lg>8Bi (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H;R 5 : 4-BnQ-Ph ; n=l) 

10 X HNMR (CDClj) (5:0. 90 (3H, d, J = 6. 8Hz), 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 75-1. 90 (1H, m) , 2. 58 
-2. 62 (1H, m) , 3. 04 (1H, dd, J = 4. 8, 13. 0Hz) 
, 3. 50 (1H, dd, J = 7. 4, 13. OHz) , 5. 09 (2H, s) 
, 5. 28 (1H, s) , 6. 84 (1H, d, J = 7. 9Hz) , 6. 99 ( 

15 2H, dd, J = 2. 0, 6. 7 Hz), 7. 25 (2H, dd, J = 2. 0, 
6. 7Hz) , 7. 3 0-7. 5 4 (7H, m) , 7. 95 (1H, dd, J = 
1. 2, 7. 9Hz) 
FAB-MS (m/e) : 4 0 6 [M + H] + 



20 mm 1 7 

Jfrfr&flill 0 4 2(DMm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:0H; R 5 :4-BnQ-Ph;n=l) 

'HNMR (CDC 1 8 ) 6:1. 03 (3H, d, J = 6. 8Hz), 1. 1 
4(3H, d, J = 6. 8Hz), 1. 82-1. 96 (1H, m), 3. 08 
25 -3. 26 (2H, m), 3. 44-3. 57 (1H, m), 4. 21 (1H, 
s) , 5. 10 (2 H, s) , 5. 19 (1H, s) , 6. 8 4 (1H, d, J 
= 7. 7Hz) , 7. 00 (2H, d, J = 8. 9Hz) , 7. 31 (2H, d 
, J = 8 . 9Hz), 7. 26-7. 56 ( 7 H, m) , 7. 84-7. 94 ( 
1H, m) 
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FAB-MS (m/e) :422 [M + H] + 



mmm 1 8 

4 3<Pgii (Ar : Ph ; R x : H ; R 2 : H ; R 3 : i -P r ; R 4 
5 : H ; R 5 : 4-BnQ-Ph ; n=2) 

X HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 8 9- 2. 0 0 (1H, m) , 2. 94 
-3. 01 (1H, m) , 3. 41 (1H, dd, J = 9. 1, 14. 3Hz) 
, 3. 49 OH, dd, J = 3. 4, 14. 3Hz), 5. 08 (2H, s) 
10 , 5. 79 (1H, s) , 6. 93-7. 00 ( 1 H, m) , 6. 99 (1H, 
d, J = 9. OHz) , 7. 25 (2H, d, J = 9. OHz), 7. 32-7 
. 50 (7H, m) , 8. 13-8. 17 (1H, m) 
FAB-MS (m/e) :4 2 2 [M+H] + 



15 mmm 1 9 

v7Xfl/t-7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 3-Bn-Ph ; n=2) 
X HNMR (CDC 1 8 > <5:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
20 7 (3H, d, J = 6. 9 Hz) , 1. 7 4-1. 8 6 (1H, m) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 2, 4. 8, 11. 
5Hz) , 5. 08 (2H, s) , 5. 86 (1H, s) , 6. 95-7. 00 
(2H, m) , 7. 05 (1H, d, J = l. 7Hz) , 7. 2 6-7. 4 6 ( 
25 8 H, m) , 8 . 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 42 2 [M + H] + 
VTZT'l'tV-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-Bn-Ph ; n=2) 
X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 4 ( 1 H, m) , 2. 96 
(1H, ddd, J = 3. 8, 5. 8, 8. 7Hz) , 3. 43 (1H, dd, 
J = 8. 7, 14. 2Hz) , 3. 50 (1H, dd, J = 3. 8, 14. 2H 
z) , 5. 05 (2H, s) , 5. 82 (1H, s), 6. 8 9-6. 9 9 (4 
H, m) , 7. 2 5-7. 5 0 (8H, m) , 8. 12-8. 16 ( 1 H, m) 
FAB-MS (m/e) :4 2 2 [M+H] + 



mmm 2 0 

tt&mw 1045 <owt 

10 ^T^xW"^— a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2 -BnO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz) , 0. 9 
5 (3H, d, J = 7. 0Hz) , 1. 7 5- 1. 8 6 (1H, m) , 3. 04 
(1H, dd, J = ll. 5, 14. 3Hz), 3. 45 (1H, dd, J = 2 

15 . 2, 14. 3Hz) , 3. 55 (1H, ddd, J = 2. 2, 4. 9, 11. 
5Hz) , 4. 95 (1H, d, J = l 2. 3Hz) , 5. 03 (1H, d, J 
= 12. 3Hz), 6. 2 5 (1H, s), 6. 72-6. 76 (1H, m), 
6. 96 (1H, dd, J = l. 0, 8. 2Hz), 7. 05-7. 13 (3H 
, m) , 7. 18-7. 2 9 ( 3 H, m) , 7. 29-7. 39 ( 3 H, m) , 

20 7. 5 7 (1 H, dd, J = l. 3, 7. 5Hz), 8. 12-8. 15 (1H 
, m) 

FAB-MS (m/e) :42 2 [M + H] + 
^77rVt7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-BnO-Ph ; n=2) 
25 X HNMR (CDC 1 8 ) <5:0. 85 (3H, d, J = 6. 8Hz), 0. 8 
8 (3H, d, J = 6. 8Hz), 1. 84-2. 00 (1H, m), 2. 85 
(1H, dd, J = 6. 4, 12. 8Hz) , 3. 52 (2H, d, J = 6. 4 
Hz), 5. 01 (1H, d, J = 12. 0Hz) , 5. 06 (1H, d, J = 
12. 0Hz), 5. 98 (1H, s) , 6. 87-6. 91 (1H, m) , 6 
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. 99-7. 04 (2H, m) , 7 . 13-7. 17 ( 2 H, m) , 7. 2 3- 
7. 32 (3H, m) , 7. 32-7. 37 (2H, m) , 7. 38-7. 4 6 
(2H, m) , 8. 13-8. 1 7 (1H, m) 
FAB-MS (m/e) : 42 2 [M + H] + 

5 

gflffll 2 1 

0 4 6(S>tgjg ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
: H ; R 5 : 4-P hCH^CH ^ O-P h ; n=2) 
r HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
10 7 (3H, d, J = 6. 8 Hz) , 1. 70-1. 88 (1H, m) , 3. 06 
(1H, dd, J = ll. 3, 14. 1Hz) , 3. 13 (2H, t, J = 7. 
0Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 1Hz) , 3. 50 (1 
H, ddd, J = 2, 2, 4. 9, 11. 3Hz) , 4. 22 (2H, t, J = 
7. 0Hz) , 5. 79 (1H, s) , 6. 71-6. 75 (1H, m) , 6. 
15 9 4 (1H, d, J = 8. 7Hz), 7. 20-7. 40 (9H, m) , 8. 1 
0-8. 15 (1H, m) 
FAB-MS (m/e) : 4 3 6 [M + H] + 



mmm 2 2 

20 ft&toWl 0 4 7(D9SM (Ar :Ph;R':H;R 2 :H;R 3 : i - P r ; R 4 
: H ; R 5 : 3 -OH- 3 -Me -Bu ; n = 0) 

X HNMR (CDC 1 s ) 6:0. 94 (3H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 33 (6H, s) , 1. 64-1. 75 
(1H, m) , 2. 02 (1H, t, J = 6. 2Hz), 2. 43 ( 1 H, dd 

25 , J = 10. 7, 13. 9Hz), 2. 89 (1H, dd, J = 2. 2, 13. 
9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 7Hz) , 4 
. 22 (1H, t, J = 6. 2Hz), 5. 59 (1H, s) , 6. 59-6. 
63 (1H, m) , 6. 94 (2H, d, J=8. 5Hz) , 7. 03-7. 1 
2 (2H, m) , 7. 35 (2H, d, J = 8. 5Hz) , 7. 61-7. 64 
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(1H, m) 

FAB-MS (m/e) : 3 8 6 [M + H] + 

mm® 2 3 
5 fc&mm ipso <p$m 

i?7XfVtT-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4 — n P r NHCOCH20 — P h ; n = 0) 

>HNMR (CDC 1 3 ) 6:0. 91-0. 97 (9H, m), 1. 50-1 
. 65 (3H, m) , 2. 42 (1H, dd, J = 10. 8, 13. 9Hz) , 
10 2. 89 (1H, dd, J = 2. 2, 13. 9Hz), 3. 22-3. 36 (1 
H, m) , 3. 2 8- 3. 3 8 (2H, m) , 4. 52 (2H, s) , 5. 62 
(1H, s) , 6. 5 2-6. 5 7 (1H, m) , 6. 94 (2H, d, J = 8 
. 8Hz) , 7. 00-7. 12 (2H, m) , 7. 38 (2H, d, J = 8. 
8Hz) , 7. 62-7. 65 (1H, m) 
15 FAB-MS (m/e) : 3 9 9 [M + H] + 

SJT^T-W^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 4-nP r NHCOCH20-Ph ; n=0) 

X HNMR (CDC 1 ,) (5:0. 85-1. 00 (9H, m), 1. 50-1 
. 65 (2H, m), 1. 90-2. 00 ( 1 H, m) , 2. 73-2. 89 ( 
20 3H, m) , 4. 50 (2H, s) , 5. 67 (1H, s) , 6. 72-6. 7 
3 (1H, m) , 6. 90 (2H, d, J = 8. 7Hz) , 7. 10-7. 15 
(2H, m) , 7. 28 (2H, d, J = 8. 7Hz) , 7. 5 0- 7. 5 3 ( 
1H, m) 

FAB-MS (m/e) : 3 9 9 [M+H] + 

25 

mum 2 4 

tt&mw io5i (pum. 

mfl/tY-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 4-n-P r NHCOCH,0-Ph ; n=2) 
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*HNMR (CDC 1 8 ) (5:0. 9 4 (3H, t, J = 7. 5Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 0. 98 (3H, d, J = 6. 7Hz) , 1 
. 5 3- 1. 6 5 (2H, m) , 1. 7 4-1. 8 9 (1H, m) , 3. 0 7 ( 
1H, dd, J = ll. 3, 14. 1Hz) , 3. 33 (1H, t, 3=6. 8 
5 Hz) , 3. 35 (1H, t, J = 6. 8Hz) , 3. 44 (1H, dd, J = 

2. 3, 14. 1Hz) , 3. 50 (1H, ddd, 3-2. 3, 5. 4, 11 
. 3Hz) , 4. 53 (2H, s) , 5. 85 ( 1 H, s) , 6. 59 ( 1 H, 
brs), 6. 69-6. 72 (1H, m) , 6. 97 (1H, d, J = 8. 6 
Hz) , 7. 35 (1H, d, J = 8. 6Hz) , 7. 35-7. 41 (2H, 

10 m) , 8. 13-8. 16 (1H, m) 

FAB-MS (m/e) : 431 [M + H] + 
5?7Xfl/t7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4-n-P rNHCOCH 2 0-Ph ; n=2) 
*HNMR (CD C 1 3 ) 6:0. 94 (3H, t, 3 = 7. 6Hz) , 0. 9 
15 5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 51-1. 71 (2H, m) , 1. 89-2. 00 (1H, m) , 2. 97- 

3. 04 (1H, m) , 3. 31 ( 1 H, t, J = 6. 9Hz), 3. 33 (1 
H, t, J = 6. 9Hz) , 3. 4 0-3. 5 0 (2H, m) , 4. 51 (2H 
, s) , 5. 81 (1H, s), 6. 60 (1H, brs), 6. 91-6. 9 

20 6 (1H, m), 6. 93 (1H, d, J =8. 7Hz), 7. 27 (1H, d 
, J = 8. 7Hz) , 7. 4 5-7. 5 2 (2H, m) , 8. 14-8. 19 ( 
1H, m) 

FAB-MS (m/e) : 4 3 1 [M+H] + 
25 «M2 5 

1052 (Dmm 

5>7aTW*^--a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-n-P r NHCOCH 2 0-Ph ; n = 2) 
*HNMR (CDC 1 a ) 6:0. 93 (3H, t, 3 = 7. 4Hz), 0. 9 
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9 (3H, d, J = 6. 8Hz) , 0. 99 (3H, d, J = 6. 8Hz) , 1 
. 52-1. 65 (2H, m) , 1. 75-1. 89 ( 1 H, m) , 3. 07 ( 
1H, dd, J = ll. 5, 14. 4Hz) , 3. 31 (1H, t, J = 6. 6 
Hz) , 3. 33 (1H, t, J = 6. 6Hz) , 3. 46 ( 1 H, dd, J = 
5 2. 2, 14. 4Hz) , 3. 50 (1H, ddd, J = 2. 2, 5. 0, 11 
. 5Hz) , 4. 51 (3H, s) , 5. 91 (1H, s) , 6. 61 (1H, 
brs) , 6. 69-6. 73 (1H, m) , 6. 87-6. 92 (1H, m) 
, 7. 04 (1H, d, J = 7. 9Hz) , 7. 3 3 -7. 4 3 (3H, m) , 
8. 13-8. 17 (1H, m) 

10 FAB-MS (m/e) : 431 [M + H] + 

mr^T-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-n-P r NHCOCH 2 0-P h ; n=2) 

X HNMR (CDC 1 8 ) 6:0. 92 (3H, t, J = 7. 4Hz) , 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 

15 . 50-1. 65 (2H, m) , 1. 91-2. 03 (1H, m) , 3. 01 ( 
1H, ddd, J = 3. 6, 5. 5, 8. 9Hz), 3. 29 (1H, t, J = 
6. 4Hz) , 3. 32 (1H, t, J = 6. 4Hz) , 3. 42 (1H, dd 
, J = 8. 8, 14. 3Hz) , 3. 46 (1H, dd, J = 3. 6, 14. 3 
Hz) , 4. 48 (3H, s) , 5. 84 (1H, s) , 6. 59 (1H, br 

20 s), 6. 85-6. 89 ( 1 H, m) , 6. 93 (1H, s), 6. 94(1 
H, d, J = 7. 8Hz) , 7. 00 (1H, d, J = 7. 8Hz) , 7. 32 
(1H, t, J = 7. 8Hz), 7. 46-7. 53 (2H, m), 8. 15- 
8. 19 (1H, m) 
FAB-MS (m/e) : 431 [M+H] + 



25 



mm 2 6 

{fr&M 1053 omm 

^7Xfkt-?-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R s : 2-n-P rNHCOCH 2 0-Ph ; n=2) 
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X HNMR (CDC 1 8 ) <5:0. 75 (3H, t, 1 = 7. 4Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 
. 37-1. 5 2 (2H, m) , 1. 77-1. 85 ( 1 H. m) , 3. 0 2- 
3. 22 (2H, m) , 3. 49 (1H, dd, 1 = 2. 2, 7. 2Hz), 3 
5 . 56 (1H, m) , 4. 21 (1H, d, J = 14. 1Hz) , 4. 40 (1 
H, d, J = 14. 1Hz) , 6. 38 ( 1 H, s) , 6. 6 5-6. 6 9 (1 
H, m), 6. 69 (1H, brs) , 6. 83 (1H, d, J = 7. 6Hz) 
, 7. 17 (1H, t, J = 7. 6Hz) , 7. 3 4-7. 44 (3H, m) , 
7. 64 (1H, d, J = 7. 6Hz) , 8. 10-8. 14 (1H, m) 
10 FAB-MS (m/e) :43 1 [M + H] + 

y7XfI/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-n-P rNHC0CH 2 O-Ph ; n = 2) 

X HNMR (CDC 1 ,) 6:0. 77 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 00 (3H, d, J = 6. 8Hz) , 1 
15 . 30-1. 51 ( 2 H, m) , 2. 03-2. 13 ( 1 H, m) , 2. 75- 
2. 85 (1H, m) , 3. 08-3. 23 (2H, m) , 3. 59-3. 62 
(2H, m) , 4. 21 (1H, d, J = 14. 2Hz) , 4. 40 (1H, d 
, J = 14. 2Hz) , 6. 27 (1H, s) , 6. 7 3-6. 7 6 (1H, m 
) , 6. 88 (1H, d, J = 7. 8Hz) , 6. 90 (1H, brs) , 7. 
20 17 (1H, t, 1 = 7. 8Hz) , 7. 40 (1H, t, 1 = 7. 8Hz), 
7. 4 2-7. 4 9 (2H, m) , 7. 67 ( 1 H, d, 1 = 7. 8Hz) , 8 
. 05-8. 09 (1H, m) 
FAB-MS (m/e) :43 1 [M + H] + 



25 HJEfll 2 7 

ik&Wl 10 9 1 (DUm 

yT^fl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-C1, 4-Me-Ph;n = 2) 
X HNMR (CDC 1 s ) <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz), 1. 72-1. 88 (1H, m) , 2. 41 
(3H, s) , 3. 04 (1H, dd, J = ll. 3, 14. 2Hz) , 3. 4 

4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 4 5-3. 5 5 (1H, m 
), 5. 87 (1H, s) , 6. 71-6. 74 (1H, m), 7. 15 (1H 
5 , dd, J = l. 6, 7. 8Hz) , 7. 26 (1H, d, 3 = 7. 8Hz) , 
7. 35-7. 45 (3H, m), 8. 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 6 4/3 6 6 [M+H] + 
iSTZT-U^-b (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R s : 3-C1, 4-Me -Ph ; n = 2) 
10 X HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 6. 4Hz), 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 ( 1 H, m) , 2. 38 
(3H, s) , 2. 9 5-3. 0 5 (1H, m) , 3. 4 0-3. 5 0 (2H, 

m), 5. 99 (1H, s), 6. 94 (1H, m), 7. 03 (1H, dd, 
J = l. 6, 7. 8Hz) , 7. 20 ( 1 H, d, J = 7. 8Hz) , 7. 36 
15 (1H, d, J = l. 6Hz) , 7. 4 7-7. 5 0 (2H, m) , 8. 13- 
8 . 16 ( 1 H, m) 
FAB-MS (m/e) : 3 6 4/3 6 6 [M+H] + 

mmi2 8 
20 it&mm io97 omm. 

y77f^7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-HO-4-Me-Ph ; n=2) 

X HNMR (CDC 1 8 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 ( 1 H, m) , 2. 28 
25 (3H, s) , 3. 07 ( 1 H, dd, J = ll. 3, 14. 3Hz) , 3. 4 
2 (1H, dd, J = 2. 2, 14. 3Hz), 3. 4 6-3. 5 2 ( 1 H, m 
) , 5. 77 (1H, s) , 6. 6 7 -6. 8 7 (3H, m) , 7. 16 (1H 
, d, J = 7. 6Hz) , 7. 36-7. 39 (2H, m), 8. 11-8. 1 
4 (1H, m) 
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FAB-MS (m/e) : 3 4 6 [M + H] + 
y77f!/t-7-b ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-HO — 4 —Me -Ph ; n = 2) 
X HNMR (CDC 1 8 ) 6:0. 94 (3H, d, J = 6. 8 Hz) , 0. 9 
5 8 (3H, d, J = 6. 7Hz), 1. 92-2. 03 (1H, m) , 2. 25 
(3H, s) , 2. 9 4-3. 0 2 (1H, m) , 3. 4 8- 3. 5 2 (2H, 
m) , 5. 75 (1H, s) , 6. 74 ( 1 H, d, J = l. 5Hz) , 6. 8 
0 (1H, dd, J = l. 5, 7. 6Hz) , 6. 9 5- 6. 9 8 (1H, m) 
, 7. 12 (1H, d, J = 7. 6Hz) , 7. 4 5-7. 4 8 (2H, m) , 
10 8. 12-8. 15(1 H, m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 



mmm 2 9 

it&mw io98 (pmm. 

15 ^r^"7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3 — PhCH20 — 4— Me-Ph ; n= 2) 
'HNMR (CDC 1 s ) <5:0. 96 (3H, d, J = 6. 7Hz), 0. 9 

6 (3H, d, J = 6. 7Hz), 1. 72-1. 85 (1H, m) , 2. 32 
(3H, s) , 3. 07 (1H, dd, J = ll. 6, 14. 2Hz) , 3. 4 

20 2 (1H, dd, J = 2. 2, 14. 2Hz) , 3. 47-3. 5 4 (1H, m 
) , 5. 06 (1H. d, J = 2. 8Hz) , 5. 06 ( 1 H, d, J = 2. 8 
Hz) , 5. 79 (1H, s) , 6. 74 (1H, dd, J = l. 9, 6. 9H 
z) , 6. 91-6. 94 (2H, m) , 7. 21 (1H, d, J = 7. 6Hz 
) , 7. 30-7. 43 ( 7 H, m) , 8. 12-8. 15 ( 1 H, m) 

25 FAB-MS (m/e) :43 6 [M + H] + 

VTZtU*-?— b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3 — PhCH20 — 4 -Me - Ph ; n = 2) 
X HNMR (CDC 1 8 ) 6 : 0. 93 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 92-2. 01 (1H, m) , 2. 30 
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(3H, s) , 2. 92-2. 98 (1H, m) , 3. 39-3. 53 (2H, 
m), 5. 03 (2H, s), 5. 78 (1H, s), 6. 82-6. 90 (3 

H, m) , 7. 16 (1H, d, 1 = 7. 6Hz) , 7. 2 9-7. 4 9 (7H 
, m) , 8 . 12-8. 15 (1H, m) 
5 FAB-MS (m/e) : 4 3 6 [M+H] + 



mmMs 0 

jfc&mm 1 0 9 9 Ogjfi (Ar:Ph;R':H;R 2 :H;R 3 : i-Pr;R 4 
:H; R s : 3 -Me O- 4 -Me -P h ; n = 2) 
10 J HNMR (CDC 1 3 ) <5 : 0. 96 (3H, d, J = 6. 7Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz), 1. 94-2. 07 (1H, m) , 2. 03 
(3H, s) , 2. 9 5-3. 0 2 (1H, m) , 3. 41-3. 56 (2H, 
m) , 3. 77 (3H, s) , 5. 81 (1H, s) , 6. 7 9 - 6. 8 2 (2 
H, m) , 6. 92-6. 95 (1H, m) , 7. 13 (1H, d, 1 = 7. 3 
15 Hz), 7. 45-7. 48 ( 2 H, m) , 8. 13-8. 16 ( 1 H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 

mmm 3 1 

tt&mn 1 0 lgggl (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
20 :H; R 5 : 3 - v i n y 1 - 4 -Me - P h ; n= 2) 

X HNMR (CDC 1 ,) <5 : 0. 95 (3H, d, J = 6. 7Hz), 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 02 (1H, m), 2. 36 

(3H, s), 2. 95-3. 05 (1H, m), 3. 40-3. 55 (2H, 

m) , 5. 28 (1H, dd, J = l. 3, 10. 9Hz) , 5. 59 (1H, 
25 dd. J = l. 3, 17. 4Hz) , 5. 81 (1H, s) , 6. 94 ( 1 H, 

dd, J = 10. 9, 17. 4Hz), 6. 90-7. 00 ( 1 H, m) , 7. 

09 (1H, dd, J = l. 9, 7. 8Hz), 7. 13 ( 1 H, d, J = 7. 

8Hz), 7. 45-7. 50 (2H, m), 7. 65-7. 75 (1H, m) 

, 8. 14-8. 17 (1H, m) 
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FAB-MS (m/e) : 3 5 6 [M + H] + 



$mms 2 

jb^lMi 1 0 2(DMB (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
5 :H; R 5 : 3- i P rQ-4-Me-Ph ; n=2) 

X HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 29 (3H, d, J = 6. 0Hz) , 1 
. 29 (3H, d, J = 6. 0Hz) , 1. 9 5-2. 0 8 (1H, m) , 2. 
21 (3H, s), 2. 93-3. 02 (lH.m), 3. 41-3. 54 (2 
10 H, m), 4. 40-4. 50 (1H, m) , 5. 75 (1H, s), 6. 78 
-6. 81 (2H, m) , 6. 92-6. 94 (1H, m) , 7. 14 ( 1 H, 
d, J = 7. 9Hz), 7. 44-7. 4 7 (2H, m) , 8. 12-8. 15 
(1H, m) 

FAB-MS (m/e) : 3 8 8 [M+H] + 

15 

HJ60SI3 3 

fc&mm i o 6<pssjf 

^TXfl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R 5 : 3— OH— 4-MeO — Ph ; n = 2) 
20 X HNMR (CDC 1 3 ) <5 : 0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz), 1. 71-1. 82 (1H, m) , 3. 06 
(1H, dd, J = 1 1 . 5, 14. 3Hz), 3. 41 ( 1 H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 (1H, ddd, 3 = 2. 2, 4. 8, 11. 

5Hz) , 3. 93 (3H, s) , 5. 76 (1H, s) , 6. 77 (1H, m 
25 ) , 6. 85-6. 90 (2H, m) , 7. 01 (1H, d, J = l. 9Hz) 

, 7. 35-7. 38 (2H, m) , 8. 11-8. 14 ( 1 H, m) 
FAB-MS (m/e) : 3 6 2 [M + H] + 

y7^rl/t7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 

; R 5 : 3 -OH-4-MeO-Ph ; n = 2) 
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*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 04 (1H, m) , 2. 93 
-3. 01 (1H, m) , 3. 3 8-3. 5 2 (2H, m) , 3. 90 (3H, 
s) , 5. 74 (1H, s) , 6. 73 (1H, dd, J = 2. 6, 8. 2Hz 
5 ) , 6. 83 (1H, d, J = 8. 2Hz) , 6. 9 4-6. 9 9 (2H, m) 
, 7. 44-7. 47 (2H, m) , 8. 11-8. 14 (1H, m) 

FAB-MS (m/e) : 3 6 2 [M+H] + 

mmm 3 4 
10 fc&mm 1107 <dw& 

^77fl/t?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 4 -OH- 3- I - Ph ; n = 0) 

J HNMR (CDC 1 3 ) 5:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 5 3- 1. 8 2 (1H, m) , 2. 40 
15 (1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 00 (1H, ddd, J = 2. 2, 5. 0, 10. 
8Hz), 5. 60 (1H, s), 6. 58-6. 65 (1H, m) , 6. 99 
(1H, d, J = 8. 2Hz) , 7. 03-7. 16 (2H, m) , 7. 28 ( 
1H, dd, J = l. 7, 8. 2Hz), 7. 61-7. 67 (lH,m), 7 
20 . 7 7 (1H, d, J = l. 7Hz) 

FAB-MS (m/e) : 42 6 [M+H] + 
^77rl/f7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4 -OH- 3 - I -Ph;n=0) 
*HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
25 5 (3H, d, J = 6. 7Hz), 1. 93-2. 04 (1H, m), 2. 76 
-2. 88 (3H, m), 5. 65 (1H, s), 6. 76-6. 80 (1H, 
m) , 6. 94 (1H, d, J=8. 4Hz) , 7. 12-7. 20 (2H, m 
) , 7. 17 (1H, dd, J = 2. 0, 8. 4Hz) , 7. 5 0-7. 5 4 ( 
1H, m) , 7. 6 8 (1H, d, J = 2. 0Hz) 
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FAB-MS (m/e) :426 [M + H] + 



mmm 3 5 

tt&VlMl 1 0 8g)0j§ (Ar : P h ; R x : H ; R 2 : H ; R 3 : i -P r ; R 4 
5 :H; R 5 : 3 - I - 4 -OH- P h ; n = 2) 

X HNMR (CDC 1 s ) 5:0. 97 (3H, d, J = 6. 8 Hz) , 1. 0 
1 (3H, d, J = 6. 8Hz), 1. 88-2. 00 (1H, m) , 2. 92 
-3. 04 (1H, m) , 3. 36-3. 50 (2H, m) , 5. 79 (1H, 
s) , 6. 9 0-7. 0 0 (1H, m) , 6. 95 (1H, d, J = 8. 3Hz 
10 ) , 7. 13 (1H, dd, J = l. 8, 8. 3Hz) , 7. 4 5-7. 5 2 ( 
2H, m) , 7. 67 <1H, d, J = l. 8Hz) , 8. 12-8. 18 (1 
H, m) 

FAB-MS (m/e) : 4 5 8 [M + H] + 



15 nmrn 3 6 

ffrjWMl 1 0 9CD^jj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : 5-1 -2-QH-Ph ; n=2) 

*HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J =6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 82-1. 94 (1H, m) , 3. 13 
20 (1H, dd, J = ll. 6, 14. 8Hz), 3. 46 (1H, dd, J = 2 
. 0, 14. 8Hz) , 3. 4 7-3. 5 8 (1H, m) , 6. 08 (1H, s 
) , 6. 71 (1H, d, J = 8. 6Hz) , 7. 07-7. 13 (2H, m) 
, 7. 48-7. 59 (3H, m), 8. 16-8. 20 (1H, m) 
FAB-MS (m/e) :4 5 7 [M+H] + 

25 

mmm 3 7 

tt&mm 1110 Ogg (Ar : P h ; R 1 : H ; R 2 : H : R 3 : i — P r ; R 4 
:H; R 5 : 2- I -5-QH-Ph ; n = 2) 
X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 



WO 02/053548 PCT/JP01/11267 

113 

9 (3H, d, J = 6. 9Hz), 1. 90-2. 00 ( 1 H, m) , 2. 95 
-3. 0 4 (1H, m) , 3. 3 5-3. 5 0 (2H, m) , 4. 7 5 (1H, 
bs), 5. 77 (1H, s) , 6. 60-6. 65 (lH,m), 6. 8 5- 
7. 00 (2H, m) , 7. 32 (1H, d, J = 8. 6Hz) , 7. 45-7 
. 52 (1H, m) , 7. 81 (1H, d, J = 8. 6 Hz) , 8. 13-8. 
1 6 (1H, m) 
FAB-MS (m/e) :45 8 [M+H] + 



MffiM3 8 

10 it&toto 1112 <D9m 

$*7*7-W*T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-Br-4-OMe-Ph;n=2) 

X HNMR (CDC 1 ,) 5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 75-1. 85 (1H, m), 3. 05 

15 (1H, dd, J = ll. 3, 14. 1Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 1Hz) , 3. 4 6-3. 5 3 (1H, m) , 3. 94 (3H, s 
), 5. 85 (1H, s) , 6. 72-6. 76 (1H, m) , 6. 96 (1H 
, d, J = 8. 5Hz) , 7. 23 (1H, dd, J = 2. 1, 8. 5Hz) , 
7. 38-7. 42 (2H, m) , 7. 45 (1H, d, J = 2. 1Hz), 8 

20 . 1 2 - 8 . 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 8 0, 3 8 2 [M + H] + 
-TOfUtT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-C1, 4 -Me O- Ph ; n = 2) 
X HNMR (CDC 1 8 ) 6:0. 96 (3H, d, J = 6. 8 Hz) , 1. 0 

25 0 (3H, d, J = 6. 8Hz), 1. 90-2. 10 (1H, m) , 3. 00 
(1H, ddd, J = 3. 4, 5. 6, 9.'0Hz) , 3. 41 ( 1 H, dd, 
J = 9. 0, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 (1H, s) , 6. 90 (1H, d, J 
= 8. 7Hz), 6. 93-6. 97 (1H, m) , 7. 08 (1H, dd, J 
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= 1. 6, 8. 7Hz) , 7. 43 (1H, d, J = l. 6Hz) , 7. 48- 
7. 5 1 (2H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 

5 ll«3 9 

fc&®M 1113 (DWB. 

y7^fl/t?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-B r-4-OMe -Ph ; n=2) 
X HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz), 1. 73-1. 88 (1H, m) , 3. 05 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49 ( 1 H, ddd, J = 2. 3, 4. 9, 11. 
4Hz), 3. 94 ( 3 H, S ) , 5. 85 ( 1 H, s ) , 6. 73-6. 77 
(1H, m) , 6. 94 (1H, d, J = 8. 5Hz), 7. 28 (1H, dd 
15 , J =2. 1, 8. 5Hz), 7. 38-7. 42 ( 2 H, m) , 7. 63 (1 
H, d, J = 2. 1Hz) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 4 2 4/4 2 6 [M+H] + 
J?7^fVf7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 :3-Br, 4 -Me O-P h ; n= 2) 
20 *HNMR (CDC 1 s ) <5:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 89-2. 01 ( 1 H, m) , 3. 00 
(1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 40 (1H, dd, 
J = 9. 0, 14. 3Hz)-, 3. 47 (1H, dd, J = 3. 5, 14. 3H 
z), 3. 91 (3H, s), 5. 79 (1H, s), 6. 87 (1H, d, J 
25 =8. 6Hz), 6. 94-6. 98 (1H, m) , 7. 12 (1H, dd, J 
= 2. 0, 8. 6Hz) , 7. 4 6-7. 5 4 (2H, m) , 7. 62 (1H, 
d, J = 2. 0Hz) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 2 4/4 2 6 [M + H] + 
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»M4 0 

^T^xV^V-a (Ar:Ph;R x :H;R 2 :H;R 3 : i-Pr;R 4 :H 
; R 5 : 4-OMe - 3- I — P h ; n= 0) 
5 ^NMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz), 1. 65-1. 78 (1H, m) , 2. 40 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 01 (1H, ddd, J = 2. 2, 5. 3, 10. 
8Hz), 3. 91 (3H, s) , 5. 60 (1H, s) , 6. 59-6. 63 
10 (1H, m) , 6. 84 (1H, d, J = 8. 5Hz) , 7. 06-7. 14 ( 
2H, m) , 7. 36 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 62-7 
. 66 (1H, m), 7. 87 (1H, d, J = 2. 0Hz) 

FAB-MS (m/e) :440 [M+H] + 
y77fW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
15 ; R s : 4 — OMe — 3— I— Ph;n = 0) 

J HNMR (CDC 1 3 ) <5 : 0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz), 1. 92-2. 04 (1H, m), 2. 75 
-2. 84 (1H, m) , 2. 8 5-2. 9 2 (2H, m) , 3. 89 (3H, 
s), 5. 65 (1H, s) , 6. 77-6. 80 (1H, m), 6. 79 (1 
20 H, d, J = 8. 5Hz), 7. 10-7. 18 (2H, m), 7. 22 (1H 
, dd, J = 2. 3, 8. 5Hz) , 7. 5 0-7. 5 4 (1H, m) , 7. 8 
2 (1H, d, J = 2. 3Hz) 
FAB-MS (m/e) :440 [M + H] + 



25 »4 1 

fc&MM 1116 Qjgjj 

^TXxl/^T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R S : 4-OMe-3-I-Ph;n=2) 
! HNMR (CDC 1 ,) 6:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
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8 (3H, d, J = 6. 6Hz), 1. 65-1. 87 (1H, m), 3. 05 
(1H, dd, J = ll. 4, 14. 5Hz), 3. 44 (1H, dd, J = 2 
. 3, 14. 5Hz) , 3. 44-3. 5 2 (1H, m) , 3. 92 (3H, s 
) , 5. 83 (1H, s) , 6. 73-6. 77 (1H, m) , 6. 86 (1H 
5 , d, J = 8. 5Hz) , 7. 32 (1H, dd, J = 2. 0, 8. 5Hz) , 
7. 3 8-7. 4 2 (2H, m) , 7. 84 (1H, d, J = 2. 0Hz) , 8 
. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) :4 7 2 [M+H] + 
v7Xfl/tY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
10 ;R 5 :3-I, 4 -M e O-P h ; n = 2) 

1 HNMR (CDC 1 ,) 5:0. 96 (3H, d, J=6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 88-2. 00 (1H, m), 2. 99 
(1H, ddd, J = 3. 4, 5. 7, 9. 1Hz) , 3. 40 (1H, dd, 

J = 9. 1, 14. 4Hz), 3. 47 (1H, dd, J = 3. 4, 14. 4H 
15 z), 3. 89 (1H, s), 5. 77 (1H, s), 6. 79 (1H, d, J 
= 8. 5Hz) , 6. 9 4-6. 9 7 (1H, m) , 7. 14 (1H, dd, J 
= 2. 1, 8. 5 Hz) , 7. 48-7. 52 (2H, m), 7. 85 (1H, 
d, J = 2. 1Hz), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) :4 7 2 [M+H] + 

20 

jkSMM 1117 <DW& 

^77rl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 :2-I, 5-MeO-Ph ; n = 2) 
25 X HNMR (CDC 1 8 ) 5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 5 (1H, m) , 3. 06 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 46 (1H, dd, J = l 

. 7, 14. 4Hz) , 3. 4 8-3. 5 4 (1H, m) , 3. 86 (3H, s 
), 5. 88 (1H, s), 6. 73-6. 76 (1H, m) , 6. 82 (1H 
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, dd, J = l. 7, 7. 9Hz) , 6. 87 (1H, d, J = l. 7Hz) , 

7. 3 7-7. 42 (2H, m) , 7. 81 (1H, d, J = 7. 9Hz) , 8 
. 13-8. 17 (1H, m) 

FAB-MS (m/e) : 4 7 2 [M+H] + 
5 ^77Tl/t"7-b (Ar : Ph ;R 1 :H;R 2 :H;R 3 : i-Pr ;R 4 :H 
;R 5 :2-I, 5-MeO-Ph ; n=2) 

X HNMR (CDC 1 8 ) 5:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 02 (1H, m) , 3. 38-3. 51 (2H, m) , 3. 83 (3H, 
10 s) , 5. 84 (1H, s) , 6. 69 ( 1 H, dd, J = l. 9, 8. 2Hz 
) , 6. 84 (1H, d, J = l. 9Hz) , 6. 91-6. 95 (1H, m) 
, 7. 46-7. 53 (2H, m), 7. 75 (1H, d, J = 8. 2 Hz) , 

8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

15 

mmM4 3 

y7^Tl/t7-a (Ar : Ph ; R 1 : H ; R 2 :H; R 3 : i-Pr ;R 4 :H 

; R 5 : 5 - I - 2-MeO-Ph ; n=2) 
20 X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 7Hz), 1. 75-1. 89 (1H, m), 3. 02 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 46 (1H, dd, J = 2 

. 3, 14. 3Hz), 3. 48-3. 54 (1H, m) , 3. 65 (3H, s 

), 6. 08 (1H, s), 6. 65-6. 69 ( 1 H, m) , 6. 67 (1H 
25 , d, J = 8. 6Hz) , 7. 3 3-7. 4 2 (2H, m) , 7. 63 (1H, 

dd, J = 2. 3, 8. 6Hz) , 7. 82 (1H, d, J = 2. 3Hz) , 8 

. 11-8. 16 (1H, m) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

^T^xW-T-b ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
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; R 5 : 5 - I - 2-MeO-Ph ; n=2) 

X HNMR (CDC 1 s ) 5:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
6 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 (1H, m) , 2. 80 
-2. 90 (1H, m) , 3. 52 (2H, d, J = 6. 4Hz) , 3. 7 2 ( 
3H, s) , 5. 92 (1H, s) , 6. 70 (1H, d, J = 8. 5Hz) , 
6. 79-6. 84 ( 1 H, m) , 7. 39-7. 50 ( 2 H, m) , 7. 56 
-7. 66 (2H, m) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) :47 1 [M+H] + 



io mmm4 4 

it^mmi 1 1 'dOWt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 : 3- I -4-E t O-Ph ; n=2) 

*HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 5Hz), 1. 0 
2 (3H, d, J = 6. 5 Hz) , 1. 48 (3H, t, J = 6. 9Hz), 1 

15 . 90-2. 05 (1H, m), 2. 92-3. 08 ( 1 H, m) , 3. 35- 
3. 50 (2H, m) , 4. 09 (2H, q, J = 6. 9Hz) , 5. 79 (1 
H, s) , 6. 76 (1H, d, J = 8. 1Hz) , 6. 9 4-6. 9 7 (1H 
, m) , 7. 13 (1H, dd, J=4. 9, 8. 1Hz) , 7. 45-7. 5 
5 (2H, m) , 7. 84 (1H, d, J = 4. 9Hz) , 8. 13-8. 18 

20 (1H, m) 

FAB-MS (m/e) : 4 8 6 [M+H] + 



H»I4 5 

tt&mm 1 2 OQjgjg (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr; R 4 
25 :H; R 5 : 3- I -4- i P rO-Ph ; n = 2) 

J HNMR (CDC 1 ,) 6:0. 96 (3H, d, J = 7. 0Hz) , 1. 0 
0 (3H, d, J = 6. 5Hz) , 1. 40 (3H, d, J = 5. 8Hz) , 1 
. 40 (3H, d, J = 5. 8Hz) , 1. 8 5-2. 0 0 ( 1 H, m) , 2. 
90-3. 05 (1H, m), 3. 35-3. 51 (2H, m), 4. 50-4 
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. 6 2 (1H, m) , 5. 7 6 (1H, s) , 6. 7 8 (1H, d, J = 7. 9 

Hz) , 6. 93-6. 96 ( 1 H, m) , 7. 11 (1H, dd, J = l. 9 

, 7. 9Hz) , 7. 4 5- 7. 5 2 (2H, m) , 7. 84 (1H, d, J = 
1. 9Hz) , 8. 13-8. 16 (1H, m) 
5 FAB-MS (m/e) : 5 0 0 [M + H] + 



mMM4 6 

te&HMl 1 2JJDBM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H; R 5 : 3— I— 4 — nPrO-Ph ; n = 2 ) 

10 : HNMR (CDC 1 s ) (5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 6Hz) , 1. 10 (3H, t, J = 7. 4Hz) , 1 
. 8 0-2. 0 0 (3H, m) , 2. 9 5-3. 0 4 (1H, m) , 3. 35- 
3. 50 (2H, m), 3. 98 (2H, t, J = 6. 3 Hz) , 5. 76 (1 
H, s) , 6. 75 (1H, d, J = 8. 5Hz) , 6. 9 3-6. 9 6 (1H 

15 ,m), 7. 11 (1H, dd, J = 2. 0, 8. 5Hz), 7. 47-7. 5 
0 (2H, m), 7. 83 (1H, d, J = 2. 2Hz), 8. 13-8. 16 
(1H, m) 

FAB-MS (m/e) : 5 0 0 [M+H] + 



20 »4 7 

fc&jjlMl 1 220Uj& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 : 3- I -4-nBuQ-Ph ; n = 2) 

X HNMR (CD C 1 3 ) 6:0. 95-1. 02 (9H, m), 1. 50-1 
. 70 (2H, m), 1. 90-2. 00 (1H, m) , 2. 95-3. 05 ( 
25 1H, m), 3. 40-3. 50 (2H, m), 4. 02 (2H, t, J = 6. 
3Hz) , 5. 78 (1H, s) , 6. 73 (1H, d, J = 8. 4Hz) , 6 
. 92-6. 99 (1H, m), 7. 12 (1H, dd, J = 2. 0, 8. 4H 
z), 7. 45-7. 52 (2H, m), 7. 83 (1H, d, J = 2. 0Hz 
), 8. 14-8. 17 ( 1 H, m) 
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FAB-MS (m/e) : 5 14 [M + H] + 



&mm 4 8 

ik&®Ml 1 2 3<Pg3fi (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
5 :H; R 5 : 3-1-4- (2-Me) PrO-Ph;n=2) 

X HNMR (CDC 1 3 ) 6:0. 95-1. 02 (9H, m) , 1. 30-1 
. 36 ( 3 H, m) , 1. 75-1. 85 ( 2 H, m) , 1. 90-2. 05 ( 
1H, m) , 2. 95-3. 05 (1H, m) , 3. 38-3. 50 (2H, m 
) , 4. 3 0-4. 40 (1H, m) , 5. 78 (1H, s) , 6. 75 (1H 
10 , d, J = 8. 3Hz) , 6. 9 7-6. 9 9 (1H, m) , 7. 12 (1H, 
dd, J = 2. 0, 8. 3Hz), 7. 48-7. 53 (2H, m) , 7. 83 
(1H, d, J = 2. 0Hz) , 8. 14-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 5 14 [M + H] + 



15 $ffiM4 9 

fe^iij 1 2 4<DMM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H;R 5 :3-I, 4 - P h CH^O- P h ; n = 2) 

! HNMR (CDC 1 8 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 86-2. 00 (1H, m) , 2. 99 

20 (1H, ddd, J = 3. 4, 5. 7, 9. 4Hz) , 3. 39 (1H, dd, 
J = 9. 4, 14. 3Hz), 3. 47 ( 1 H, dd, J = 3. 4, 14. 3H 
z) , 5. 16 (2H, s) , 5. 77 (1H, s) , 6. 82 (1H, d, J 
= 8. 7Hz) , 6. '9 3-6. 9 7 (1H, m) , 7. 12 ( 1 H, dd, J 
= 2. 0, 8. 7Hz), 7. 30-7. 44 (3H, m), 7. 46-7. 5 

25 2 (4H, m), 7. 87 (1H, d, J = 2. 0Hz) , 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 5 4 8 [M+H] + 



m&m 5 0 
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fc£fem 1 2 5®g% (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H:R S :3-Br, 4 -P h CH ,CH ^Q-P h ; n = 2) 

J HNMR (CDC 1 ,) 5:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 7 2 - 1. 8 7 ( 1 H, m) , 3. 04 
5 (1H, dd, J = ll. 4, 14. 5Hz) , 3. 41 (2H, t, J = 6. 
8Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 5Hz) , 3. 48 (1 
H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 25 (2H, t, J = 
6. 8 Hz) , 5. 83 (1H, s) , 6. 70-6. 74 (1H, m), 6. 
88 (1H, d, J = 8. 5Hz) , 7. 2 0-7. 4 3 (8H, m) , 7. 6 
10 1 (1H, d, J = 2. 1Hz) , 8. 11-8. 15 (1H, m) 
FAB-MS (m/e) : 5 1 4, 5 16 [M+H] + 

MUMS 1 

{btjgj 1 2 6<Dmjg. (Ar :Ph;R':H;R 2 :H;R 3 : i -P r ; R 4 
15 : H ; R 5 : 3-C 1 , 4 - P h CH , CH, Q- P h ; n=2) 

»HNMR (CDClj) 5:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 

7 (3H, d, J = 6. 8Hz) , 1. 7 2-1. 8 4 (1H, m) , 3. 04 
(1H, dd, J = ll. 4, 14. 1Hz) , 3. 18 (2H, t, J = 6. 

9Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 1Hz) , 3. 48 (1 
20 H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 26 (2H, t, J = 

6. 9Hz) , 5. 83 <1H, s), 6. 70-6. 74 (1H, m), 6. 

92 (1H, d, J = 8. 5Hz) , 7. 17 (1H, dd, J = 2. 1, 8. 

5Hz) , 7. 2 3-7. 4 3 (7H, m) , 7. 44 (1H, d, 3=2. 1 

Hz), 8. 12-8. 15 (1H, m) 
25 FAB-MS (m/e) : 4 7 0/4 7 2 [M + H] + 

mmm5 2 

jkjkWn 1 2 (Ar : Ph : R 1 :H ; R 2 : H ; R 3 : i — P r ; R 4 

:H;R s :4-OMe-3-Ph-Ph:n=2) 
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J HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 90-2. 03 (1H, m), 3. 02 
(1H, ddd, J = 3. 3, 5. 7, 9. 2Hz) , 3. 44 (1H, dd, 
J = 9. 2, 14. 3Hz), 3. 49 (1H, dd, J = 3. 3, 14. 3H 
z) , 3. 83 (3H, s) , 5. 84 (1H, s) , 7. 2 2-7. 2 6 (1 
H, m) , 7. 2 8-7. 3 4 (2H, m) , 7. 3 6-7. 4 2 (2H, m) 
, 7. 46-7. 5 4 (4 H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 42 2 [M + H] + 



io mmm 5 3 

ik-SmMl 1 2 8Q$gjj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: H ; R 5 : 4 — OMe — 3 (2-pyridyl) -Ph;n=2) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 9Hz) , 0. 9 
7 (3H, d, J = 7. 5Hz) , 1. 9 0-2. 0 3 (1H, m) , 2. 99 
15 (1H, ddd, J = 3. 6, 5. 6, 8. 7Hz) , 3. 45 ( 1 H, dd, 
J = 8. 7, 14. 2Hz) , 3. 50 (1H, dd, J = 3. 6, 14. 2H 
z) , 3. 88 (3H, s), 5. 87 (1H, s), 6. 99-7. 04 (1 
H, m), 7. 01 (1H, d, J = 8. 5Hz), 7. 18-7. 23 (1H 
,m), 7. 24-7. 29 (1H, m), 7. 44-7. 49 (2H, m), 
20 7. 6 7-7. 7 4 (1H, m) , 7. 81 ( 1 H, d, J = l. 8Hz) , 7 
. 83 (1H, dd, J = l. 8, 8. 5Hz), 8. 12-8. 16 ( 1 H, 
m) , 8 . 6 6 - 8 . 6 9 ( 1 H, m) 
FAB-MS (m/e) :42 3 [M + H] + 



25 nmm 5 4 

jk&MLk 1 2 9<Pgjg (Ar :Ph;R':H;R 2 :H;R 3 : i~Pr;R 4 
:H;R 5 :4-OMe-3 (3-pyridyl) -Ph;n = 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz), 1. 88-2. 02 (1H, m), 3. 05 
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(1H, ddd, J=3. 3, 5. 7, 9. 1Hz) , 3. 45 (1H, d d, 
J = 9. 1, 14. 3Hz), 3. 48 (1H, dd, J = 3. 3, 14. 3H 
z) , 3. 84 (3H, s) , 5. 85 (1H, s) , 7. 00 (1H, dd, 
J = 1 . 9, 7. 3Hz), 7. 01-7. 07 ( 1 H, m) , 7. 25-7. 
34 (3H, m) , 7. 4 6-7. 5 2 (2H, m) , 7. 8 2-7. 8 7 (1 
H, m), 8. 16-8. 20 (1H, m), 8. 53 (1H, d, J=4. 8 
Hz), 8. 76 (1H, s) 
FAB-MS (m/e) :4 2 3 [M + H] + 



10 H«J 5 5 

fc£Wn 1 3 OOagji (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : 4 — OM e — 3 (4-pyr idyl) -P h ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 8 Hz) , 1. 0 
0 (3H, d, J = 6. 4Hz) , 1. 8 7-2. 0 0 (1H, m) , 3. 06 

15 (1H, ddd, J = 3. 4, 5. 7, 9. 2Hz) , 3. 40 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 3. 85 (3H, s) , 5. 85 (1H, s) , 6. 9 8-7. 0 6 (2 
H, m) , 7. 2 8-7. 3 3 (2H, m) , 7. 46 (2H, dd, J = l. 
7, 4. 5Hz), 7. 49-7. 52 (2H, m) , 8. 16-8. 21 (1 

20 H, m), 8. 60 (2H, dd, J = l. 7, 4. 5Hz) 
FAB-MS (m/e) : 4 2 3 [M + H] + 



H»J 5 6 

fc&mW 113 1 Qm& (AriPhjR^-HiR^HjR 3 : i-Pr ;R 4 
25 :H; R s : 3 - COOM e - 4 -M e O-P h ; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 7Hz), 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 90-2. 01 (1H, m), 2. 94 
-3. 04 (1H, m) , 3. 4 0- 3. 5 0 (2H, m) , 3. 87 (3H, 
s), 3. 92 (3H, s), 5. 82 (1H, s), 6. 90-7. 00 (2 
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H, m) , 7. 4 5-7. 5 2 (2H, m) , 7. 6 5- 7. 8 0 (2H, m) 
, 8. 12-8. 20 ( 1 H, m) 
FAB-MS (m/e) : 4 04 [M + H] + 



5 H»J5 7 

Jfr&»0ill 1 3 6£>TO (Ar : P h ; R 1 :H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : 3-CQhydroxyindoly 1 -4-MeO-Ph ; n = 
2) 

: HNMR (CDC 1 8 ) <5 : 0. 95 (3H, d, J = 7. 0Hz), 1. 0 
10 0 (3H, d, J = 6. 6Hz) , 1. 85-2. 00 ( 1 H, m), 3. 05 
-3. 25 (3H, m) , 3. 3 5-3. 5 0 (4H, m) , 3. 85 (3H, 
s), 5. 79 (1H, s), 6. 90-7. 25 (7H, m) , 7. 40-7 
. 55 (2H, m), 8. 10-8. 20 (1H, m) , 8. 25-8. 35 ( 
1H, m) 

15 FAB-MS (m/e) :49 1 [M+H] + 



mmms 8 

jt&Wll 1 3 7(DUM (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i — P r ; R 4 
:H; R 5 : 4 — PhCOO-Ph ; n = 2) 

20 'HNMR (CDC 1 8 ) 6:0. 97 (3H, d, J = 6, 5 Hz) , 1. 0 
1 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 05 (1H, m), 3. 35-3. 50 (2H, m) , 5. 88 (1H, 
s), 6. 96-7. 00 (1H, m) , 7. 20-7. 32 ( 2 H, m) , 7 
. 45-7. 56 (4H, m) , 7. 62-7. 70 ( 1 H, m) , 7. 92 ( 

25 1 H, s), 8. 15-8. 18 ( 1 H, m), 8. 27 (2H, d. J = 8 . 
6Hz) 

FAB-MS (m/e) : 5 6 2 [M + H] + 



MM 5 9 



WO 02/053548 
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{k&faWl 1 3 (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 

:H; R 5 : 4— (4— N3) -PhCOQ-Ph ; n=2) 

X HNMR (CDClj) 6:0. 97 (3H, d, 3 = 6. 8Hz) , 1. 0 
1 (3H, d, J = 6. 6Hz), 1. 85-2. 00 (1H, m) , 2. 98 
5 -3. 05 (1H, m) , 3. 35-3. 50 (2H, m) , 5. 88 ( 1 H, 
s) , 6. 9 7- 7. 0 0 (1H, m) , 7. 17 (2H, d, J = 8. 3Hz 
) , 7. 23 (1H, d, J = 8. 3Hz) , 7. 3 1 (1H, dd, J = l. 
9, 8. 3Hz) , 7. 4 8-7. 5 5 (2H, m) , 7. 92 ( 1 H, d, J 
= 1. 9Hz) , 8. 15-8. 18 (1H, m) , 8. 26 (2H, d. 3 = 
10 8. 3Hz) 

FAB-MS (m/e) : 6 0 3 [M + H] + 



HMJ6 0 

tt&VuM 114 6 (DMM 

15 y7XTW-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-1, 4 - n P r NHCOCH 2 O- P h ; n= 0) 

X HNMR (CDClg) 6:0. 94 (3H, d, J = 6. 6Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 00 (3H, t, 3 = 7. 4Hz) , 1 
. 5 5-1. 74 (3H, m) , 2. 49 (1H, dd, J = 10. 8, 13. 

20 9Hz) , 2. 89 (1H, dd, J = 2. 2, 13. 9Hz) , 3. 01 (1 
H, ddd. J = 2. 2, 5. 1, 10. 8Hz), 3. 35-3. 42 (2H 
, m) , 4. 54 (2H, s) , 5. 64 (1H, s) , 6. 5 4-6. 5 8 ( 
1H, m) , 6. 80 (1H, d, J = 8. 4Hz) , 7. 00-7. 1 5 (2 
H, m) , 7. 40 (1H, dd, 3 = 2. 0, 8. 5Hz) , 7. 63-7. 

25 66 (1H, m), 7. 88 (1H, d, J = 2. 0Hz) 
FAB-MS (m/e) : 5 2 5 [M + H] + 
mrW?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 :3-I, 4-nP rNHCOCH20-Ph ; n=0) 
1 HNMR (CDC 1 3 ) 6:0. 90-1. 05 (9H, m), 1. 55-1 
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. 70 (2H, m) , 1. 7 2- 1. 8 5 (3H, m) , 1. 9 0-2. 0 0 ( 
1H, m) , 3. 3 5-3. 4 0 (2H, m) , 4. 52 (2H, s) , 5. 6 
6 (1H, s), 6. 70-6. 80 (2H, m) , 6. 95-7. 05 (1H 
, m) , 7. 06-7. 15 (2H, m) , 7. 48-7. 52 ( 1 H, m) , 
7.8 3 (1H, d, J = 2. 2Hz) 
FAB-MS (m/e) :5 2 5 [M+H] + 



nmme 1 

fe&tolM 114 7 CDflaS 

10 mfl/t^-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-I, 4-n-P r NHCOCH 2 0-Ph ; n = 2) 

1 HNMR (CDC 1 8 ) <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 50-1. 70 (2H, m) , 1. 70-1. 85 (1H, m) , 3. 05 ( 

15 1H, dd, J = ll. 8, 14. 7Hz) , 3. 38 (1H, t, J = 6. 5 
Hz) , 3. 40 (1H, t, J = 6. 5Hz) , 3. 4 2-3. 5 2 (2H, 
m) , 4. 56 (2H, s) , 5. 88 (1H, s) , 6. 7 0-6. 7 3 (1 
H, m) , 6. 82 (1H, d, J = 8. 5Hz) , 7. 02 (1H, brs) 
, 7. 37 (1H, dd, J = 2. 1, 8. 5Hz) , 7. 3 7-7. 4 3 (2 

20 H, m), 7. 85 (1H, d, J = 2. 1Hz), 8. 13-8. 17 (1H 
, m) 

FAB-MS (m/e) : 5 5 7 [M+H] + 
-J77,7Vt^-h (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R S :3-I, 4 - n -P r NHCO CH 2 0- P h ; n = 2) 
25 *HNMR (CDCI3) (5:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, t, 1 = 7. 4Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 70 (2H, m), 1. 90-1. 9 4 (1H, m) , 2. 98- 
3. 05 (1H, m) , 3. 30-3. 49 (4H, m) , 4. 52 (1H, s 
) , 5. 79 (2H, s) , 6. 75 (1H, d, J = 8. 3Hz) , 6. 93 
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-7. 00 (1H, m) , 7. 01 (1H, brs) , 7. 18 (1H, dd, 
J = l. 9, 8. 3Hz) , 7. 4 8-7. 5 5 (2H, m) , 7. 83 (1H 
, d, J = l. 9Hz), 8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 5 5 7 [M+H] + 



2 

^7XfVt-7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -Pr ; R 4 : H 
;R 5 :2-I, 5 - n - P r NHCOCH 2 0-P h ; n= 2) 

10 ! HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz), 1 
. 55-1. 69 (2H, m) , 1. 71-1. 86 (1H, m) , 3. 04 ( 
1H, dd, J = ll. 8, 14. 7Hz) , 3. 36 (1H, t, J = 6. 9 
Hz), 3. 38 (1H, t, J = 6. 9Hz) , 3. 4 5-3. 5 0 (1H, 

15 m) , 3. 47 (1H, dd, J = 2. 4, 14. 7Hz) , 4. 51 (2H, 
s) , 5. 94 (1H, s), 6. 68-6. 72 (1H, m), 6. 82 (1 
H, dd, J = l. 8, 8. OHz) , 6. 95 ( 1 H, d, J = l. 8Hz) 
, 7. 04 (1H, brs), 7. 36-7. 46 (2H, m), 7. 79 (1 
H, d, J = 8. OHz) , 8. 14-8. 18 (1H, m) 

20 FAB-MS (m/e) : 5 5 7 [M+H] + 

i^7^fVt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :2-I, 5 - n - P r NHCOCH 2 0-P h ; n = 2) 

X HNMR (CDC 1 s ) 6:0. 96 (3H, d, J =6. 9Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 8Hz) , 1 

25 • 55-1. 65 (2H, m), 1. 87-2. 00 (1H, m) , 3. 31- 
3. 45 (3H, m) , 4. 43 ( 1 H, d, J = 13. 9Hz) , 4. 46 ( 
1H, d, J = 13. 9Hz) , 5. 82 (1H, s) , 6. 70 (1H, dd 
, J = l. 3, 8. 2Hz) , 6. 82 (1H, d, J = l. 3Hz) , 6. 9 
5-7. 02 (1H, m) , 7. 03 (1H, brs), 7. 49-7. 54 ( 
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2H, m) , 7. 73 (1H, d, J = 8. 2Hz) , 8. 16-8. 20 (1 
H, m) 

FAB-MS (m/e) :5 5 7 [M+H] + 
5 nffiM6 3 

tt&toW 114 9 (OitjS (Ar : P h ; R 1 : H ; R 2 ; H ; R 8 : i-Pr ; R 4 
: H ; R 5 : 5 - I - 2 -n-P r NHCOCH , Q-P h ; n = 2) 

'HNMR (CDC 1 s ) 8:0. 75 (3H, t, J=7. 4Hz), 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 
10 . 32-1. 47 (2H, m) , 1. 77-1. 89 (1H, m), 3. 04 ( 
1H, dd, J = l 1. 8, 14. 8Hz) , 3. 05-3. 20 (2H, m) 
, 3. 51 (1H, dd, J = 2. 2, 14. 8Hz) , 3. 4 8-3. 5 8 ( 
1H, m) , 4. 16 (1H, d, J = 14. 0Hz) , 4. 34 (1H, d, 
J = 14. 0Hz) , 6. 35 (1H, s), 6. 56-6. 64 (1H, m) 
15 , 6. 60 (1H, d, J = 8. 5Hz) , 6. 6 6-6. 6 9 (1H, m) , 
7. 3 7-7. 4 6 (2H, m) , 7. 66 (1H, dd, J = l. 9, 8. 5 
Hz) , 7. 93 (1H, d, J = l. 9Hz) , 8. 10-8. 14 (1H, 
m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 

20 

mmm 6 4 

jt&mm lisp <om& 

>>7*xM-T-a (Ar : Ph ; R 1 : H ; R 2 : H; R 3 : i-Pr;R 4 :H 
; R s : 3-CH20H-4-OMe-Ph ; n = 2) 
25 'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J =6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 7 0-1. 8 5 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 4Hz), 3. 45-3. 49 (1H, m), 3. 91 (3H, s 
) , 4. 71 (2H, s) , 5. 81 (1H, s) , 6. 7 3 -6. 7 6 (1H 
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, m) , 6. 93 (1H, d, J = 8. 3Hz) , 7. 2 7-7. 3 9 (4H, 
m) , 8 . 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 
mfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R s : 3 - CH 2 OH- 4 -Me O- P h ; n=2) 

'HNMR (CDC 1 ,) 6:0. 9 4 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 95 
-3. 02 (1H, m) , 3. 3 8-3. 5 2 (2H, m) , 3. 88 (3H, 
s) , 4. 68 (2H, s) , 5. 79 (1H, s) , 6. 88 (1H, d, J 
10 =8. 3Hz), 6. 93-6. 96 (1H, m), 7. 18 (1H, dd, J 
= 2. 0, 8. 3Hz) , 7. 29 (1H, d, J = 2. 0Hz) , 7. 45- 
7. 48 (2H, m), 8. 13-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 7 6 [M + H] + 



15 mmm6 5 

jk&Mn 1 5 KDMM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
:H; R s :3-(1, 2 - d i h y d r o x y e t h y 1 ) - 4 -Me - P h 
; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 92-0. 98 (6H. m) , 1. 85-1 
20 . 95 ( 1 H, m) , 3. 00-3. 10 ( 1 H, m) , 3. 35-3. 50 ( 
2H, m), 3. 60-3. 7 0 (1H, m) , 3. 75-3. 8 5 (1H, m 
), 3. 85 (3H, s) , 5. 00-5. 08 ( 1 H, m) , 5. 78 (1H 
, s) , 6. 86 (1H, dd, J = l. 5, 9. 1) , 6. 9 5-7. 0 2 ( 
1H, m), 7. 12-7. 23 (1H, m), 7. 45-7. 55 (3H, m 
25 ) , 8. 15-8. 18 (1H, m) 

FAB-MS (m/e) : 4 0 6 [M + H] + 



MUM 6 6 

fc&QlWl 1 5 20D^jg ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
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:H; R 5 : 3 - CH 2 OM e — 4— MeO-Ph ; n= 2) 

X HNMR (CDClj) (5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 6 Hz) , 1. 90-2. 05 (1H, m), 2. 95 
-3. 04 (1H, m) , 3. 41 (3H, s) , 3. 4 5-3. 5 2 (2H, 
5 m) , 3. 85 (3H, s), 4. 49 (2H, s) , 5. 79 ( 1 H, s), 
6. 86 (1H, d, J = 8. 5Hz), 6. 90-6. 95 (1H, m) , 7 
. 17 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 37 (1H, d, J = 2 
. 0Hz), 7. 44-7. 47 (2H, m) , 8. 12-8. 15 (1H, m 
) 

10 FAB-MS (m/e) : 3 9 0 [M+H] + 

nmw6 7 

fbtiii 1 5 3(£>§gjf (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
: H ; R 5 : 3-CH2NHSQ2Me-4-MeO-Ph;n=2) 
15 X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 4 (1H, m) , 2. 79 
(3H, s) , 3. 02-3. 12 (1H, m) , 3. 3 5- 3. 5 0 (2H, 
m) , 3. 88 (3H, s), 4. 27-4. 30 ( 2 H, m) , 4. 91-4 
. 92 (1H, m) , 5. 77 (1H, s) , 6. 88 (1H, d, J = 8. 5 
20 Hz) , 6. 9 7- 7. 0 0 (1H, m) , 7. 16 (1H, dd, J = 2. 0 
, 8. 5Hz) , 7. 21-7. 26 (1H, m) , 7. 48-7. 51 (2H 
, m) , 8 . 16-8. 1 9 ( 1 H, m) 
FAB-MS (m/e) : 4 5 3 [M + H] + 

25 MMM 6 8 

iWk®Ml 1 5 1^11 (Ar : Ph : R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
: H ; R 5 : 3-CH2NMeSQ2Me-4-MeQ-Ph;n=2) 

X HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 79 
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(3H, s) , 2. 81 (3H, s), 3. 02-3. 10 (1H. m) . 3. 

3 2-3. 4 9 <2H, m) , 3. 84 (3H, s) , 4. 36 (2H, s) , 

5. 76 (1H, s) , 6. 86 ( 1 H, d, J = 8. 5Hz) , 6. 98-7 

. 04 (1H, m) , 7. 12 (1H, dd, J = 2. 3, 8. 5Hz) , 7. 
35 (1H, d, 3 = 2. 3 Hz) , 7. 47-7. 52 (2H, m), 8. 1 
5 - 8 . 19 (1H, m) 

FAB-MS (m/e) :46 7 [M+H] + 



*M 6 9 

10 fb^jjl 1 5 5g>giS (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : 3 - (4-CH2QH) Ph-4-MeO-Ph ; n=2) 

J HNMR (CDC 1 8 ) 6:0. 96 (3H, d. J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 90-2. 00 (1H, m), 3. 00 
-3. 08 (1H, m) , 3. 40-3. 55 (2H, m) , 3. 83 (3H, 
15 s) , 4. 72 (2H, s) , 5. 83 (1,H, s), 6. 95-7. 05 (2. 
H, m) , 7. 22-7. 30 (2H, m) , 7. 36-7. 60 (6H, m) 
, 8. 14-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 4 5 2 [M + H] + 



20 7 0 

tt&toto 115 6 (DWm ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 3-MeSQ2N (Me) CH2-4-Me-Ph ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
9 (3H, d, J = 6 . 7Hz), 1. 90-2. 01 ( 1 H, m) , 2. 39 
25 (3H, s) , 2. 66 (3H, s) , 2. 8 1 (H, S) , 3. 05 (1H, 
m) , 3. 4 0-3. 5 5 (2H, m) , 4. 21 (1H, d, J = 14. OH 
z) , 4. 31 (1H, d, J = 14. 0Hz) , 5. 79 (1H, s) , 6. 
95-6. 98 ( 1 H, m) , 7. 10 (1H, s), 7. 19-7. 20 (2 
H, m), 7. 48-7. 51 (2H, m), 8. 16-8. 19 (1H, m) 
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FAB-MS (m/e) :45 1 [M+H] + 

mmm 7 1 

K&mn 1 6 IQWt (Ar : 7-HO-Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -Pr ;R 4 :H; R 5 : Ph ; n = 0) 

X HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J =6. 8Hz), 0. 9 
5 (3H 5 d, J = 6. 8Hz) , 1. 5 5- 1. 7 5 ( 1 H, m) , 2. 48 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 83 (1H, dd, J = 2 
. 2, 13. 9Hz), 3. 00-3. 08 (1H, m) , 5. 6 4 (1H, s 
10 ) , 6. 03 (1H, d, J = 2. 6Hz), 6. 56 ( 1 H, dd, J = 2. 
6, 8. 3Hz) , 7. 24-7. 48 (5H, m), 7. 50 (1H, d, J 
= 8. 3Hz) 
FAB-MS (m/e) : 3 0 0 [M+H] + 



PCT/JP01/11267 



15 mam 7 2 

tt&toWi 1 6 20mm. (3— rv^ptf;i/-7-^ b*is- 5 -7x~;p- 2 

, 3, 4, 5-fh7kHP-lH-U 6 , 4-^>\7^T-tflf>-l, 1- • 

3K*fttf-HJ£A (1. 7 5g, 4 3. 9mmol) §2-tFn^>-4- 
20 ^ b^^> % 77x/> (5. OOg, 21. 9mmol) C^f»A7 
(2 0. 0ml) »«fc«)t><r)ftl^ SfiT! 3 0 $H«*Lfc. S^pWI^ 
»/WMn7-fF (3. 13g, 2 5. 2mmol) £in*., 6 CCT 

Hftift#L&. KJKS^StKk:*^ smx^;VT2i«]ttmL,fcc »S£2 
25 »*'>U*^±T, 's+U^/IBftx^ (8 0/2 0) feafflEttt-r«*7 

A^n?b^77^H:ftu ms«n£@#o- (2-^>y-r;p-4-^ 

h+->7i^W N, N-i^^^Wt^X-h (2. 8 1g, 8. 9 0 
mmo 1 ) (K$4 1 %) . 

! HNMR (CD C 1 3 ) 6:3. 09 (3H, s) , 3. 28 (3H, s) , 
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3. 87 (3H, s) , 6. 73 ( 1 H, d, 3 = 2. 4Hz) , 6. 82 (1 

H, dd, J = 8. 6, 2. 4Hz) , 7. 3 8-7. 5 6 (4H, m) , 7. 
7 4-7. 7 8 (2H, m) 

FAB-MS (m/e) : 3 1 6 [M+H] + 
5 XU1®£.J&%} (2. 73g, 8. 6 6mmo 1) S7x^H-fJV (4. 
Og) fcfi»U 2 6 0t?T3 0#«&L£. Sfl*T?J^lLfc^, 
£/U#^;]/±T> A+U-X ^TM^/Ifgx^l/ (8 0/2 0) S» 

;p-4-^h^>7x-;i/) n, N-^^^;^;i//\^^x-h (2. lig 

10 ,5. 9 6mmo 1) *%fc OK* 7 7%) , 

: HNMR (CDC 1 3 ) 6:2. 89 (6H, s) , 3. 88 (3H, s) , 
6. 96 (1H, dd, J = 8. 5, 2. 5Hz), 7. 20 ( 1 H, d, J = 
2. 5Hz), 7. 38-7. 45 (3H, m) , 7. 51-7. 57 (1H, 
m) , 7. 7 6-7. 8 0 (2H, m) 
15 FAB-MS (m/e) :316 [M+H] + 

1M2<D&.1$M (3. 14g, 9. 9 6mmol) ^^^/-^ (4 0. 0m 
1) fcJ&SPU 10N*«^hU»>A**« (10. 0ml) SSptL, 
3fl#K&#Lfc„ K««'&«ft2Ni«T?«yiU #i?X^;H?2lElfflmUfco 

20 > (6. 0ml) l:|)|U *Jfi^Jl©XglT?#Stlfc2--ry^Ptf;V7 > ^U 

(i. 5mo *s»T?«TUfc. M&M*£MT*3mmm& 

U (2. 0ml) £SftinUfco SsiUfcm ig^»*3l©K^»$ii:, 

25 MWLrca mk*i/vt>>f)\'±re, a^u->/b»x^ (90/10) s^nt 

- 7 h^/- 5-7x^-2, 3-^tHUl, 4-A>y^T-tfk°> ( 

I. 4 2g, 4. 5 7mmol) 0K$4 6%) . 'HNMRfJ, 
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! HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
6 (3H, d, J = 6. 7Hz), 2. 00-2. 13 (1H, m), 3. 01 
(1H, ddd, J = 12. 2, 6. 5, 3. 9Hz), 3. 29 (1H, dd 
, J = 12. 2, 11. 1Hz) , 3. 64 (1H, dd, J = ll. 1, 3. 
5 9Hz) , 3. 86 (3H, s) , 6. 87 (1H, dd, J = 8. 5, 2. 6 
Hz) , 7. 04 (1H, d, J = 8. 5Hz) , 7. 17 (1H, d, J = 2 
. 6Hz) , 7. 31-7. 43 (3H, m) , 7. 5 8-7. 64 (2H, m 
) 

FAB-MS (m/e) : 3 1 2 [M+H] + 
10 Ig3©4l$* (1. 42 g, 4. 5 7mmol) OhU7Mo|» (15 
. 0ml) Sttfc, 3 0 KffllMlalc** (2. 5ml) SftO'COSanSSllDb 

&. mm7&* m&®*%.m.v-vmwL, iox^*a«±hu^*»» 
Mtorffia-kmrnnrffifrL, nmu mmT\zmmvrco as a. 6 3 g 

15 ©5^5 0 2mg) ^«fcrK4N^b7k*l, 4-i?W>» (14. 0ml 
) fcffi'&U M&tfft* (0. 8 1mg. 12. 4mmol) fc8Wrfc*iHbfc. 

20 8 0/2 0) &®mm£T%%7&?U-?b!f774~-\zmi„ 3— TV^Otf 
J!/-7-/h+y-5-7i^-2, 3, 4, 5 -x b 7 k h*D- 1 H- 1 A 
6 , 4-^>y^Tiftf>-l, l-^>©^7Xfl/f7-a (8 2. 0m 
g, 0. 2 3 7mmo 1, Pi 7%) &&XSb (1 4 1. 9mg> 0. 4 1 1 
mmo K W2 9%) fe»J«fi0»«4j««tLT»fc. 

25 mfVt7-a 

J HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 3- 1. 8 8 (1H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 ( 1 H, dd, J = 2 
. 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 8, 11. 
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4Hz) , 3. 83 (3H, s) , 5. 80 ( 1 H, s) , 6. 59 (1H, d 
, J = 8. 6Hz) , 6. 85 (1H, d d, J = 2. 9, 8. 6Hz) , 7. 
3 3 -7. 4 5 (5H, m) , 7. 68 (1H, d, J = 2. 9Hz) 
FAB-MS (m/e) : 3 46 [M+H] + 
5 y7Xfl/f7-b 

X HNMR (CDC1 3 ) 5:0. 9 5 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 2 (1H, m) , 2. 97 
(1H, ddd, J = 3. 5, 5. 5, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1, 14. 5Hz) , 3. 49 (1H, dd, J = 3. 5, 14. 5H 
10 z) , 3. 86 (3H, s) , 5. 78 (1H, s) , 6. 80 (1H, d, J 
= 8. 6Hz) , 6. 96 (1H, dd, 1 = 2. 8, 8. 6Hz), 7. 26 
-7. 42 (5H, m) , 7. 66 ( 1 H, d, J = 2. 8Hz) 
FAB-MS (m/e) : 3 46 [M+H] + 



15 &Tfc*»f97 2 fcH«£LT#fcfl^©«3SBR&wT. 

mmm 1 3 

ft&totol 1 6 Qg>aS3§ (Ar : 6 -M e 0- P h ; R 1 : H ; R 2 : H ; R 3 : 
i— Pr ; R 4 :H ; R 5 : Ph ; n=2) 
X HNMR (CD C 1 3 ) (5:0. 9 9 (3H, d, J = 6. 9Hz) , 0. 9 

20 9 (3H, d, J = 6. 9Hz), 1. 80-1. 98 (1H, m), 3. 10 
-3. 20 (1H, m), 3. 20-3. 38 (2H, m), 3. 74 (3 H, 
s), 6. 35 (1H, s) , 7. 11-7. 16 (2H, m) , 7. 20-7 
. 32 (4H, m) , 7. 49 (1H, t, J = 8. 0Hz) , 7. 88 (1H 
, dd, J = l. 1, 8. OHz) 

25 FAB-MS (m/e) : 3 4 6 [M + H] + 



MMM 7 4 

^77fl/t-7-a (Ar : 9 -OMe-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
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Pr;R 4 :H; R 5 : P h ; n= 2) 

'HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 7. 0Hz), 0. 9 
7 (3H, d, J = 7. 0Hz) , 1. 7 0-1. 8 5 (1H, m) , 3. 25 
-3. 50 (3H, m) , 3. 93 (3H, s) , 6. 01 (1H, s), 6. 
5 3 2 (1H, d, J = 7. 9Hz) , 6. 92 (1H, d, J = 8. 1Hz) , 
7. 2 2-7. 4 0 (6H, m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 
^T^xW-T-b (Ar : 9-OMe-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
P r ; R 4 : H ; R 5 : Ph ; n = 2) 
10 X HNMR (CDC 1 8 ) 5:0. 91 (3H, d, J = 6. 5Hz), 0. 9 
6 (3H, d, J = 6. 5Hz), 1. 85-1. 98 (1H, m), 3. 08 
-3. 15 (1H, m) , 3. 60 (1H, dd, J = 3. 7, 14. 8Hz) 
, 3. 74 (1H, dd, J = 10. 1, 14. 8Hz), 3. 99 (3H, s 
), 5. 41 (1H, s), 6. 27 (1H, d, J = 7. 9Hz), 6. 96 
15 (1H, d, J = 8. 2Hz), 7. 18-7. 48 (6H, m) 
FAB-MS (m/e) : 34 6 [M+H] + 



MMM 7 5 

k&mm 1165 <pm& 

20 ^77fl/f7-a (Ar : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n=2) 

X HNMR (CD C 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 (1H, m), 3. 11 
(1H, dd, J = ll. 3, 14. 3Hz) , 3. 43 ( 1 H, dd, J = 2 
25 . 2, 14. 3Hz) , 3. .51 (1H, ddd, 3 = 2. 2, 4. 7, 11. 
3Hz) , 5. 77 (1H, s) , 6. 55 (1H, d, J = 8. 4Hz) , 6 
. 81 (1H, dd, J = 2. 7, 8. 4Hz), 7. 3 0-7. 4 5 (5H, 
m), 7. 66 (1H, d, J = 2. 7Hz) 
FAB-MS (m/e) : 3 3 2 [M + H] + 
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OTfVt^-b (Ar : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 :Ph;n = 2) 

'HNMR (CDClg) 5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 3 (1H, m) , 3. 00 
5 (1H, ddd, J=3. 6, 5. 7, 9. 0Hz) , 3. 45 (1H, dd, 
J = 9. 0, 14. 3Hz) , 3. 52 (1H, dd, J=3. 6, 14. 3H 
z) , 5. 75 (1H, s) , 6. 77 (1H, d, J = 8. 4Hz) , 6. 9 
2 (1H, dd, 1 = 2. 7, 8. 4Hz) , 7. 2 8-7. 4 0 (5H, m) 
, 7. 6 6 (1H, d, J = 2. 7Hz) 
10 FAB-MS (m/e) : 3 3 2 [M+H] + 



mmm 1 6 

tt&toM 116 6 <Dffl& 

mrm-a (A r : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
15 r;R 4 :H; R 5 : Ph ; n = 2) 

X HNMR (CDC1 3 ) (5:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 32 
(1H, dd, J = ll. 5, 14. 1Hz) , 4. 45 (1H, dd, J = 2 
. 1, 14. 1Hz) 3. 45-3. 55 (1H, m), 5. 89 (1H, s) 
20 , 6. 14 (1H, d, J = 7. 6Hz) , 6. 86 (1H, d, J = 8. 6H 
z) , 7. 18 (1H, dd, J = 7. 6, 8. 6Hz) , 7. 30-7. 41 
(5H, m) , 10. 3 6 ( 1 H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
^rXr^-b (Ar : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
25 r ; R 4 : H ; R s : Ph ; n=2) 

X HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 9Hz), 1. 95-2. 05 (1H, m), 2. 95 
-3. 05 (1H, m), 3. 49-3. 65 (2H, m), 5. 90 (1H, 
s) , 6. 31 (1H, d, J = 7. 9Hz) , 6. 94 ( 1 H, d, J = 8. 
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4Hz) , 7. 2 5-7. 4 5 (6H, m) , 10. 0 ( 1 H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 



mm\7 7 
5 tt&mm 1167 o9m 

^7XfW-a (Ar : 8 - n - P r NHCOCH 2 0- P h ; R 1 : H ; R 
2 :H;R 3 : i-Pr;R 4 :H;R 5 :Ph;n = 2) 

1 HNMR (CDC 1 3 ) (5:0. 94 (3H, t, J = 7. 6Hz) 0. 98 
(3H, d, J=7. 2Hz) , 0. 98 (3H, d, J = 7. 2Hz) , 1. 
10 52-1. 65 (2H, m) , 1. 75-1. 85 (1H, m) , 3. 08 (1 
H, dd, J = ll. 4, 14. 3Hz), 3. 29 (1H, t, J = 6. 3H 
z) , 3. 38 (1H, t, J = 6. 3Hz) , 3. 44 ( 1 H, dd, J = 2 
. 1, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 1, 4. 8. 11. 
4) , 4. 48 (2H, s) , 5. 79 (1H, s) , 6. 52 (1H, brs 
15 ) , 6. 64 (1H, d, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 
8, 8. 6Hz) , 7. 3 2-7. 4 5 (5H, m) , 7. 76 (1H, d, J 
= 2. 8Hz) 
FAB-MS (m/e) : 431 [M+H] + 

(Ar : 8 -n-P rNHCOCH 2 0-P h ; R 1 : H ; R 
20 2 :H;R 3 : i-Pr ;R 4 :H;R 5 :Ph;n = 2) 

*HNMR (CDC 1 3 ) <5:0. 94 (3 H, t, J = 7. 4Hz), 0. 9 
5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 68 ( 2 H, m) , 1. 92-2. 02 (1H, m), 2. 97 ( 
1H, ddd, J = 3. 5, 5. 8, 12. 1Hz), 3. 31 (1H, t, J 
25 =6. 8Hz), 3. 34 (1H, t, J = 6. 8Hz), 3. 45 (1H, d 
d, J = 12. 1, 14. 4Hz), 3. 50 ( 1 H, dd, J = 3. 5, 14 
. 4Hz) , 4. 52 (2H, s) , 5. 78 ( 1 H, s) , 6. 54 (1H, 
brs) , 6. 85 (1H, d, J = 8. 6Hz) , 6. 97 (1H, dd, J 
= 2. 8, 8. 6Hz), 7. 29-7. 42 (5H, m), 7. 74 (1H, 
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d, J = 2. 8Hz) 
FAB-MS (m/e) :43 1 [M+H] + 

mmi 7 8 
5 tt&mm 1168 Qwm 

y77fW-a (Ar : 9-Me-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 8 ) <5:0. 98 (3H, d, J = 6. 6Hz), 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 7 2- 1. 8 5 (1H, m) , 2. 79 
10 (3H, s) , 3. 20 (1H, dd, J = ll. 3, 14. 5Hz), 3. 3 

8 (1H, dd, 1 = 2. 1, 14. 5Hz) 3. 4 7-3. 5 2 (1H, m) 

, 6. 13 (1H, s) , 6. 60 (1H, d, J = 7. 2Hz), 7. 11- 
7. 20 (2H, m), 7. 25-7. 45 (5H, m) 

FAB-MS (m/e) : 3 3 0 [M+H] + 
15 mfl/t7-b (Ar : 9-Me-Ph ; R 1 : H ; R 2 : H ; R 3 : i - P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 s ) 5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 8 7 - 1. 9 9 (1H, m) , 2. 79 
(3H, s), 2. 95-3. 04 (1H, m) , 3. 60-3. 68 (2H, 
20 m), 5. 64 (1H, s), 6. 56-6. 62 (1H, m) , 7. 16-7 
. 22 (2H, m), 7. 32-7. 41 (5H,m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 

H«J 7 9 
25 fc£^ffJ 116 9 <DW& 

•^7Xt V-tV— a (Ar:7-Cl-Ph;R x :H;R 2 :H;R 3 : i-Pr 
;R 4 :H;R 5 : Ph; n=2) 
! HNMR (CDC 1 3 ) (5:0. 99 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 9 Hz), 1. 73-1. 89 (1H, m) , 3. 06 
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(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 4 7-3. 5 5 ( 1 H, m) , 5. 85 (1H, s 
) , 6. 67 (1H, d, J = 2. 1Hz) , 7. 38 (1H, dd, J = 2. 
1, 8. 4Hz) , 7. 3 5 - 7. 5 0 (5H, m) , 8. 09 (1H, d, J 
5 =8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
y77rW7-b (A r : 7-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 :Ph;n = 2) 
X HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
10 9 (3H, d, J = 6. 8Hz), 1. 90-2. 03 (1H, m), 2. 97 
(1H, ddd, J = 3. 7, 5. 7, 8. 9Hz) , 3. 45 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 49 (1H, dd, J = 3. 7, 14. 4H 
z) , 5. 81 (1H, s) , 6. 88 (1H, d, J = 2. 0Hz) , 7. 3 
0-7. 43 (5H, m) , 7. 45 (1H, d d, J = 2. 0, 8. 4Hz) 
15 ,8.09 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 



MMM8 0 

fc-frftflj 117 2 CDgjj 
20 y7XTkt-7- a (Ar : 8-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 77-1. 89 ( 1 H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 44 (1H, dd, J = 2 
25 . 2, 14. 4Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 8, 11. 
4Hz) , 5. 82 (1H, s) , 6. 63 (1H, d, J = 8. 3Hz) , 7 
. 31 (1H, dd, J = 2. 3, 8. 3Hz) , 7. 3 2-7. 4 6 (5H, 
m) , 8. 13 (1H, d, J = 2. 3Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
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^TXxI/^-b (Ar : 8-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ;R 4 :H;R 5 :Ph;n = 2) 

*HNMR (CD C 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J =6. 8Hz), 1. 92-2. 03 (1H, m) , 2. 96 
5 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 3. 46 (1H, dd, 
J = 8. 9, 14. 4Hz), 3. 51 (1H, dd, J = 3. 5, 14. 4H 
z) , 5. 79 (1H, s) , 6. 84 (1H, d, J = 8. 3Hz) , 7. 3 
0-7. 42 (5H, m) , 7. 42 (1H, d d, J = 2. 2, 8. 3Hz) 
, 8. 13 (1H, d, J = 2. 2Hz) 
10 FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 



1 

fetgj 1175 comm. 

mfl/t^-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r ; R 4 : H ; R 5 : Ph ; n=2) 

X HNMR (CDClj) 5:0. 99 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 75-1. 89 (1H, m), 3. 29 
(1H, dd, J = ll. 2, 14. 6Hz) , 3. 45 (1H, dd, J = 2 
. 3, 14. 6Hz) , 3. 50 (1H, ddd, 3 = 2. 3, 4. 9, 11. 
20 2Hz), 6. 11 (1H, s) , 6. 69 (1H, dd, J = l. 2, 7. 9 
Hz) , 7. 20 (1H, t, J = 7. 9Hz) , 7. 31-7. 45 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
^7XfI/tV-b (Ar : D-Cl-PhiR^HjR 2 ^^ 3 : i-P 
25 r ;R 4 :H;R 5 :Ph;n = 2) 

X HNMR (CDC 1 8 ) (5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 88-2. 02 (1H, m), 3. 07 
(1H, ddd, J = 4. 5, 7. 1, 9. 5Hz), 3. 6 7 -3. 8 0 (2 
H, m) , 5. 49 (1H, s) , 6. 65 (1H, dd, J = 0. 7, 7. 9 
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Hz) , 7. 19 (1H, t, 1 = 7. 9Hz) , 7. 2 6-7. 4 5 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
5 mMM 8 2 

fc&mn 1 7 8 0Mjt 

i?7XfW-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4-C 1 -Ph ; n = 2) 
! HNMR (CDClj) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz) , 1. 71-1. 82 (1H, m) , 3. 26 
(1H, dd, J = ll. 5, 14. 8Hz) , 3. 4 0-3. 5 0 (2H, m 
) , 6. 13 (1H, s) , 6. 66 (1H, d, J = 7. 9Hz) , 7. 19 
-7. 4 0 (6H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 
15 ^7Xfl/tY-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4 - C 1 - P h ; n = 2 ) 
X HNMR (CDC 1 3 ) (5:0. 92 (3H, d, J = 6. 6Hz) , 0. 9 

7 (3H, d, J = 6. 8Hz) , 1. 8 0- 1. 9 5 ( 1 H, m) , 2. 95 
-3. 10 (1H, m) , 3. 60-3. 80 (2H, m) , 5. 50 (1H, 

20 s) , 6. 62 (1H, d, J = 7. 9Hz) , 7. 15-7. 45 (6H, m 
) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 
^JSM8 3 

25 itGtom 1180 (pmm. 

zSTZv-U^-a (At : 7 -C 1 -P h ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H;R s :4-MeO-Ph;n=2) 
X HNMR (CDC1,) 5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 74-1. 8 8 (1H, m) , 3. 29 
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(1H, dd, J = ll. 2, 14. 8Hz), 3. 44 (1H, dd, J = 2 
. 4, 14. 8Hz) , 3. 49 (1H, ddd, J = 2. 4, 5. 2, 11. 
2Hz) , 3. 84 (3H, s) , 6. 01 (1H, s) , 6. 73 (1H, d 
d, J = l. 3, 7. 9Hz) , 6. 94 (2H. d, J = 8. 0Hz) , 7. 
5 2 0 (1H, t, J = 7. 9Hz), 7. 27 (1H, d, J = 8. OHz), 
7.3 7 (1H, dd, J = l. 3, 7. 9Hz) 

FAB-MS (m/e) : 3 8 0/3 8 2 [M+H] + 
^7Xf^-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 : 4-MeO-Ph ; n = 2) 
10 X HNMR (CDC 1 8 ) 6:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 88-2. 01 (1H, m), 3. 07 
(1H, ddd, J=4. 6, 7. 0, 9. 1Hz) , 3. 6 5-3. 8 4 (2 
H, m) , 3. 84 (3H, s) , 5. 45 ( 1 H, s) , 6. 69 (1H, d 
, 3 = 7. 9Hz) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 19 (1H 
15 , t, J = 7. 9Hz) , 7. 22 (2H. d, J = 8. 8Hz) , 7. 41 ( 
1H, d, J = 7. 9Hz) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M+H] + 



20 tt&toM 118 1 <Pj£jg (A r : 9 -C 1 -P h ; R 1 : H ; R 2 : H ; R 3 : i 
-P r ; R 4 : H ; R 5 : 4-QH-Ph ; n=2) 

J HNMR (CDC 1 3 ) (5:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 7-1. 9 9 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 64-3. 77 (2H, m), 5. 43 (1H, 
25 s), 6. 67-6. 70 ( 1 H, m) , 6. 84-6. 89 ( 2 H, m) , 7 
. 14-7. 23 (3H, m), 7. 38-7. 43 (1H, m) 
FAB-MS (m/e) : 3 6 6/3 6 8 [M + H] + 



■MM 8 4 



mnm 8 5 
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ih^mmi 1 9 9<pmm. 

mf!/t"?-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R s : 3-C 1 -4-Me-Ph ; n = 2) 
X HNMR (CDC 1 8 ) <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
5 8 (3H, d, J = 6. 8Hz) , 1. 7 4- 1. 8 5 ( 1 H, m) , 2. 39 
(3H, s) ,3. 4 0-3. 5 0 (2H, m) , 6. 09 (1H, s) , 6. 7 
0 (1H, d, J = 7. 7Hz), 7. 10 (1H, d, J = 7. 9Hz),7. 
2 0-7. 2 7 (2H, m) ,7. 36-7. 41 (2H, m) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 
10 V77sf-V^-h (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ;R 4 :H;"R 5 : 3-Cl-4-Me-Ph ; n = 2) 

*HNMR (CDClg) 5:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 6Hz) , 1. 81-1. 98 (1H, m) , 2. 40 
(3H, s) , 3. 00-3. 10 (1H, m) , 3. 67-3. 75 (2H, 
15 m) , 5. 46 (1H, s), 6. 66 (1H, d, J = 7. 9Hz), 7. 0 
7 (1H, dd, J = l. 7, 7. 9Hz) , 7. 21 (1H, dd, J = 6. 
9, 7. 9Hz) , 7. 25 (1H, d, 1 = 7. 9Hz) , 7. 34 (1H, 
d, J = l. 7Hz) , 7. 42 (1H, d, J = 6. 9Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

20 

MMM 8 6 

jbtn i2oi (pum. 

S?7XfW-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R s :3-F-4-F-Ph;n = 2) 
25 X HNMR (CDC 1 s ) (5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 7 2-1. 84 (1H, m) , 3. 25 
(1H, dd, J = ll. 6, 14. 9Hz) , 3. 4 0-3. 5 0 (2H, m 
), 6. 17 (1H, s), 6. 66 (1H, d, J = 7. 5 Hz) , 7. 00 
-7. 10 (1H, m) , 7. 12-7. 30 (3H, m) , 7. 42 (1H, 
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d, J = 8. 1Hz) 

FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 
^77fl/tT-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 3— F — 4 — F — Ph ; n=2) 
5 ! HNMR (CDC 1 ,) 5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 2- 1. 9 5 (1H, m) , 2. 95 
-3. 10 (1H, m), 3. 60-3. 78 (2H, m) , 5. 53 (1H, 
s) , 6. 63 (1H, d, J = 7. 9Hz), 7. 00-7. 09 ( 1 H, m 
) , 7. 13-7. 30 (3H, m) , 7. 45 ( 1 H, d, 3 = 7. 9Hz) 
10 FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 



nmm 8 1 

te&mm 1208 (dm& 

mfUtT-a (Ar:9-Cl-Ph;R x :H;R 2 :H;R 3 : i-P 
15 r;R 4 :H; R 5 : 3 -F-4 -OMe -P h ; n= 2) 

X HNMR (CDC 1 8 ) 6:0. 98 (3H, d, J = 6. 8 Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 72-1. 8 4 (1H, m) , 3. 26 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 3 5-3. 5 2 (2H, m 

) , 3. 91 (3H, s) , 6. 07 (1H, s) , 6. 72 ( 1 H, d, J = 
20 7. 5Hz), 6. 92-7. 05 (2H, m),7. 12-7. 27 (2H, m 

) , 7. 12-7. 27 (2H, m) , 7. 39 (1H, d, J = 8. 0Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

^7XrVt7-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 

r;R 4 :H; R 5 : 3 - F - 4 -OM e - P h ; n = 2) 
25 X HNMR (CDC 1 8 ) 6:0. 93 (3H, d, J = 6. 7 Hz) , 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 8 5-1. 9 8 (1H, m) , 3. 00 

-3. 10 (1H, m), 3. 65-3. 75 (2H, m), 3. 92 (3H, 

s) , 5. 46 (1H, s) , 6. 68 (1H, d, J = 7. 2Hz) , 6. 9 

5-7. 12 (2H, m), 7. 22 (1H, t, J = 7. 9Hz) 
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FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 



MMM8 8 

Jfrfr&giJl 2 1 9(E>t£jg (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -Pr ;R 4 :H;R 5 : 3-1, 4-n-P rNHCOCH , Q-Ph ; n = 2 
L 

*HNMR (CDClj) (5:0. 94 (3 H, d, J = 6. 7Hz). 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 70 (2H, m) , 1. 84-1. 98 (1H, m) , 3. 02- 

10 3. 09 (1H, m), 3. 37 (1H, t, J = 6. 9Hz), 3. 39 (1 
H, t, J = 6. 9Hz) , 3. 6 5-3. 7 8 (2H, m) , 4. 5 5 (2H 
, s) , 5. 48 (1H, s) , 6. 64 (1H, d d, J = l. 2, 7. 9H 
z) , 6. 81 (1H, d, J = 8. 4Hz), 7. 21 ( 1 H, brs), 7 
. 22-7. 27 (1H, m), 7. 30 (1H, dd, J=2. 2, 8. 4H 

15 z) , 7. 45 (1H, dd, J = l. 2, 7. 9Hz) , 7. 77 (1H, d 
, J = 2. 2Hz) 
FAB-MS (m/e) : 5 9 1/5 9 3 [M + H] + 



1118 9 

20 ft&mtol 2 2 OOUm (Ar^-Cl-PhiR^HiR'iHiR 8 : i 
-Pr ; R 4 : H ; R s : 3-1-4 -MeO-Ph ; H ; n = 2) 

X HNMR (CDC 1 8 ) 6:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 85-2. 00 (1H, m) , 3. 02 
-3. 12 (1H, m), 3. 68-3. 72 (2H, m), 3. 91 (3H, 
25 s) , 5. 44 (1H, s) , 6. 6 5- 6. 6 9 ( 1 H, m) , 6. 84 (1 
H, d, J = 8. 5Hz) , 7. 2 0-7. 2 7 (2H, m) , 7. 44 (1H 
, dd, J = l. 3, 8. 1Hz) , 7. 76 ( 1 H, d, J = 2. 1Hz) 
FAB-MS (m/e) : 5 0 6/5 0 8 [M + H] + 
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mmm 9 0 

K&mm 1227 (omm 

mf^7-a (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 

; R 4 : H ; R 5 : P h ; n = 2) 

J HNMR (CDClg) (5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 (1H, m) , 3. 00 

(1H, dd, J = ll. 1, 14. 5Hz) , 3. 42 ( 1 H, dd, J = 2 
. 3, 14. 5Hz), 3. 50 (1H, ddd, J = 2. 3, 4. 8, 11. 
1Hz) , 5. 99 (1H, s) , 6. 50 (1H, d, J = 7. 9Hz) , 7 
. 05 (1H, dd, J = 7. 9, 11. 0Hz) , 7. 2 8-7. 4 5 (6H 
, m) 

FAB-MS (m/e) : 3 3 4 [M+H] + 
5?7*T-W-T-b (Ar : 9-F-Ph;R 1 :H;R 2 :H;R 3 : i-Pr 
; R 4 : H ; R 5 : Ph ; n = 2) 

: HNMR (CDClg) <5 : 0. 92 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 2 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 6 0-3. 7 5 (2H, m) , 5. 53 ( 1 H, 
s) , 6. 53 (1H, d, J = 7. 9Hz) , 7. 11 ( 1 H, dd, J = 7 
. 9, 10. 7Hz), 7. 25-7. 4 5 (6H, m) 

FAB-MS (m/e) : 3 34 [M + H] + 

mmm 9 1 

jbf^jfljU 2 3 2<DM& (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr;R 4 :H; R s : 4-MeQ-Ph ; n = 2) 

X HNMR (CD C 1 3 ) 6:0. 93 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 98 
-3. 11 (1H, m), 3. 65-3. 71 (2H, m), 3. 84 (3 H, 
s) , 5. 48 (1H, s) , 6. 56 (1H, d, J = 7. 3Hz) , 6. 9 
3 (2H, d, J = 8. 5Hz), 7. 05-7. 15 (1H, m), 7. 24 
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(2H, d, J = 8. 5Hz) , 7. 2 5 -7. 3 6 (1H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 



mum 9 2 

5 fe^ftWl 2 6 lOgjS (Ar : 9 ~F~P h ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr ;R 4 :H; R 5 : 3—1—4 — M eO-Ph ; n = 2) 

X HNMR (CDC 1 8 ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 6Hz) , 1. 8 5 - 1. 9 8 (1H, m) , 3. 00 
-3. 10 (1H, m), 3. 63-3. 70 (2H, m) , 3. 91 (3H, 

10 s) , 5. 49 (1H, s) , 6. 56 (1H, d, J = 7. 9Hz), 6. 5 

8 (1H, d, J = 8. 3Hz) 7. 10-7. 17 (1H, dd, J=7. 9 
, 8. 5Hz) , 7. 2 0-7. 4 0 (2H, m) , 7. 78 (1H, d, J = 
2. 2Hz) 

FAB-MS (m/e) : 49 0 [M+H] + 

15 

mmm 9 3 

S^T^T-l/^-a (Ar : 7 — I— 8-n-Pr NHCOCH 2 0 — P h ; R 1 
:H;R 2 :H;R 3 : i-Pr ; R 4 : H ; R 5 : Ph ; n = 2) 

20 : HNMR (CDC 1 8 ) 6:0. 95 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 0. 97 (3H, d, J = 7. 5Hz) , 1 
. 50-1. 68 (2H, m), 1. 73-1. 88 (1H, m), 3. 07 ( 
1H, dd, J = ll. 0, 14. 1Hz), 3. 34 (1H, t, J = 6. 7 
Hz) , 3. 36 (1H, t, J = 6. 7Hz) , 3. 43 (1H, dd, J = 

25 2. 0, 1 4. 1Hz) , 3. 4 5-3. 5 2 (1H, m) , 4. 59 (2H, 
s), 5. 75 (1H, s), 6. 86 (1H, brs), 7. 10 (1H, s 
), 7. 35-7. 48 (5H,m), 7. 54 (1H, s) 

FAB-MS (m/e) : 5 5 7 [M + H] + 
5?7XfW7-b (Ar : 7 - I - 8 -n -P r NHCOCH 2 0- P h ; R 1 
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:H;R 2 :H;R 3 : i-P r ; R 4 : H ; R 5 : Ph ; n=2) 

X HNMR (CDC 1 8 ) 6:0. 9 5 (3H, d, J = 6. 8 Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 00 (3H, t, 1 = 7. 3Hz) , 1 
. 55-1. 70 (2H, m) , 1. 90-2. 01 (1H, m) , 2. 9 5- 
5 3. 01 ( 1 H, m) , 3. 36 ( 1 H, t , J = 6 . 7Hz), 3. 38 (1 
H, t, J = 6. 7Hz) , 3. 42 (1H, dd, J = 9. 3, 14. 5Hz 
) , 3. 49 (1H, dd, J = 3. 0, 14. 5Hz) , 4. 6 1 (2H, s 
), 5. 73 (1H, s), 6. 88 (1H, brs), 7. 26-7. 44 ( 
7H, m) , 7. 5 2 (1H, s) 
10 FAB-MS (m/e) : 5 5 7 [M+H] + 



mam 9 4 

ik&Wn 2 7 6<Pg% 

mfPt?-a (Ar : 7 — 1 — 8 —Me O— Ph ; R 1 :H; R 2 : H ; R 
15 3 : i -P r ; R 4 : H ; R 5 : Ph ; n = 2) 

: HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 7 5-1. 8 5 (1H, m) , 3. 08 
(1H, dd, J = ll. 2, 14. 2Hz) , 3. 43 ( 1 H, dd, J = 2 

. 3, 14. 2Hz) , 3. 48 (1H, ddd, J = 2. 3, 5. 0, 11. 
20 2 Hz) , 3. 95 (3H, s), 5. 75 (1H, s) , 7. 08 (1H, s 

) , 7. 31-7. 47 (5H, m) , 7. 55 (1H, s) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

y7^f^-b (Ar : 7 - I - 8 -MeO-P h ; R 1 : H ; R 2 : H ; R 

3 : i-Pr ;R 4 :H;R 5 : Ph;n=2) 
25 X HNMR (CDC 1 8 ) 5:0. 95 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 8 8- 1. 9 9 (1H, m) , 2. 98 
(1H, ddd, J = 3. 0, 5. 8, 9. 4Hz) , 3. 41 (1H, dd, 

J = 9. 4, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 0, 14. 3H 
z ) , 3. 98 (3H, s ) , 5. 71 (1H, s), 7. 26-7. 41 (5 
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H, m) , 7. 3 3 (1H, s) , 7. 5 4 (1H, s) 
FAB-MS (m/e) : 4 7 2 [M+H] + 



SWJ9 5 

5 {fr&4ftfl9 1 2 7 7 OglBfi (Ar : 9-1-6 -MeQ-Ph ; R 1 : H ; R 2 : H 
; R 3 : i-Pr ;R 4 :H;R 5 :Ph;n=2) 

J HNMR (CDC 1 3 ) 6 :0. 9 6 (3H, d, J = 6. 9 Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 72-1. 89 (lH,m), 3. 10 
-3. 33 (3H, m) , 3. 51 (3H, s) , 6. 38 ( 1 H, s) , 7. 
10 18-7. 26 (2H, m) , 7. 26-7. 33 (3H, m) , 7. 79 (1 
H, d, J = 8. 4Hz) , 7. 99 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

mmm 9 6 

15 ik&mm 1 2 7 8 (DMM (A r : 6 - I - 9 -OH- Ph ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 : Ph ; n = 2) 

J HNMR (CDCI3) <5 : 0. 90 (3H, d, J = 6. 6Hz) , 0. 9 
6 (3H, d, J = 6. 7Hz), 1. 85-1. 95 (1H, m) , 3. 00 
-3. 10 (1H, m), 3. 64-3. 71 (2H, m) , 4. 07 (3H, 
20 s) , 5. 41 (1H, s) , 6. 21 ( 1 H, d, J = 8. 5Hz) , 7. 2 
5-7. 45 (5H, m) , 7. 71 (1H, d, J = 8. 5Hz) 
FAB-MS (m/e) :4 7 2 [M + H] + 



H»J 9 7 

25 fc£®M 1 0 9 3 <DW& (5- (4->7UU-3-^)\,7^~)V) - 3 --f V 
7"Ph°;i/-2, 3, 4, 5-fh7kHP-l H-l A 6 , 4-^>l/^7-gfcf 
>-l, 

WJfWfJUXfJHO. Og (5 9. 5mmol) &&t}*?/ 

-)vmm 2 0 m nz, mmm 1 ra*§ 1 -v&zwt 2 -<i 7 ?n wvrv u s» 
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iomi^ o«ctTi oftmfrtfT^TLfc* ^mmzm&zmv-wm 
Rmmm^msrf\zmmvrco ^:ff7kHn77>^i o omi s 

in*., i^Th'JxfJl/75>16. 6ml (119mmol) , -K|-t- 
^)H4. 2g (6 5. 4mmol) £in*, 2»lfc. f»lf;H 

VjjfM^kZU^Ytfyyj- (a=Ht-> : R^X9^Vx;WV=4 : 1) 

^.tofcisu 2- (-2 - { (t-^h^^*;vfc;w 75/} - 

3-^^;P^;W 7,)\>7T~)V) 4g (JR*: 5 9 %) * 

10 »«fi«&««i:bT#fc. 

*HNMR (CDClj) 5:0. 93 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz), 1. 42 (9H, s), 2. 00-2. 10 
(1H, m), 3. 01-3. 15 (2H, m), 3. 70-3. 82 (1H, 
m) , 3. 91 (3H, s) . 4. 71 (1H, bs), 7. 12-7. 20 ( 
15 1H, m) , 7. 3 9-7. 4 6 (2H, m) , 7. 9 2 (1H, d, J = 6. 
9Hz) 

FAB-MS (m/e) : 3 5 4 [M+H] + 

IgltfftSnfc^^ 2- ( (2- { (t -r/h+SO&^jfcJW 75./ 
} - 3-*7 )V) 7,)V77~)V) WI-M2. 4g (3 5. 1mm 
20 o 1) ©**/-;HFtt (10 0ml) fc, tJc^T, 2N7K»^hU^A*» 
^3 5ml (7 0. Ommol) fcftj*., £MT££»«£-H!feft#Lfc. MJfc 
»«£«JETfciftlBU »e»nfc«?6lClN*gfl7K*tt (4 0ml) ZMtlZu 

U MfiETfcMLfco llllI^f!/>M5 0ml^ ^Tl-k 
25 h*D^i/^>yhUTV-;H 0. Og (119mmol) , 1- (3-i^^ 
;i/75y7°ntf;i/) -3-X^MMy^5FMI10. Og, N, O-S? 
^^;i/bHu^>JPT5>mm^8. 7 9g£}jn*., 4TOM#bfco W^iS 
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n- (l - { ( {2- ( {^h^-> #;ufc;i/) 7xn;w 

x;i/77n;w ;*5Pjw -2 -^^i/^PhVW 8. i5g mm 

5 : 6 0%) *®M&mVtmtLTWc 0 

X HNMR (CDC 1 3 ) 6:0. 89 (3H, d, J = 6. 6Hz), 0. 9 
0 (3H, d, J = 6. 8Hz) , 1. 36 (9H, s) , 1. 82-2. 00 
( 1 H, m) , 3. 01-3. 20 ( 3 H, m) , 3. 32 (3H, bs), 3 
. 53 (3H, bs) , 5. 08 (1H, bs) , 7. 21-7. 27 (2H, 
10 m), 7. 27-7. 38 (lH,m), 7. 54 (1H, d, J = 7. 5Hz 
) 

FAB-MS (m/e) : 3 8 3 [M+H] + 

xM2r%z>nr£t-7?)v n- u- { ( {2- ( uh=^> 

15 ) *;i//U-M5 0mg (0. 3 9mmol) ^tS^Y 7 \iYuy 7 >mW. 
(2ml) \Z, 7^>-)M17mg (4. 2 mm o 1 ) <h2-^DD-5- 
yp^Eh;i/X>8 0 5mg (3. 9mmol) £\z& r>MWihfc>fV-7)VUM 
(Dy-Yy^YuyyymW. (5ml) g^#H^,T^ - 7 8"CfcT 1 O^fal 

m^ma^^mmvmm, mm^if^u^xnmv, m^rizmmtco # 

x;V=4 : 1) fcck^MMb, t~f^)V N — (1— { ( {2— 

-3-pWW^>iAr;W 7xx;h x^7 7-;W -2-^)Vy°u 

25 WW M 0 7mg mm : 6 1 %) £^€^«£LT#&. 

'HNMR (CDC 1 3 ) 6:0. 84 (3 H, d, J = 6. 8Hz), 0. 8 
4 (3H, d, J = 6. 8Hz) , 1. 37 (9H, s) , 1. 75-1. 85 
(1H, m) , 2. 29 (3H, s) , 2. 9 5-3. 0 5 (2H, m) , 3. 
50-3. 60 (1H, m) , 4. 75 (1H, bs), 7. 26-7. 31 ( 
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2H. m) , 7. 3 9-7. 5 9 (4H, m) , 7. 6 8. (1H, d, J = l. 
9Hz) 

FAB-MS (m/e) : 44 9 [M+H] + 

xmaHftbtlttt-ttJV N- (1- { ( {2- (4-^DD-3-^^ 

A7-h6 8mg (0. 15mmol) 4 N&ffc** 1 , 4-^*+iJ->»* 
(3. 0ml) ftto*ttT!HftJl#U a«*tt*»JEETK:Jft»l/fc. 82 
2, 6-;HPv> (3. 0ml) fcjQA., (1. 0ml) Sr^lnLfc. ^ 

0ml) m&ZtoZ., 3 0 Xifi&fltffc** ( 1 • Oml) 0 ^OT^-e^iO 

4-*7**lr>»ifc (3. Oml) fcfln*., (2 0 0mg) * 

MSU -fe^-f hT2ti&L&. Smx5 L ;i/T2|5lJ*tt}b, «itB«I*A«)T<SfP* 

20 >/»fXf;i/ (4:1) S«F«l»ifrS*7A^PVh^7 7>f-fc#U 5 
- (4-^DD-3-^^V7x^W -3--ry7Dtf;i/-2, 3, 4, 5- 
f h7kFn-lH-U 6 , 4— *>VW-£fcf>- 1, l-5?*>©5?77 
rW?-a (12. 8mg) *s<fctfb (2 2. 3mg) W<5|tM 

25 ^77xrl/tv-a 

X HNMR (CDC 1 8 ) <5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 5 - 1. 8 9 (1H, m) , 2. 40 
(3H, s) , 3. 05 (1H, dd, J = ll. 3, 14. 2Hz), 3. 4 
4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 50 (1H, ddd, J = 
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2. 3, 4. 8, 11. 3Hz) , 5. 85 (1H, s) , 7. 18 (1H, d 
d, 3 = 2. 2, 8. 2Hz) , 7. 26 (1H, d, J = 2. 2Hz) , 7. 
3 6-7. 4 3 (3H, m) , 8. 13-8. 17 (1H, m) 

FAB-MS (m/e) : 3 64 [M+H] + 
5 v^TXxl/^V-b 

2 HNMR (CDC1 8 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 5 ( 1 H, m) , 2. 37 
(3H, s) , 2. 98 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 

3. 43 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 49 (1H, dd, 
10 J = 3. 5, 14. 3Hz), 5. 80 (1H, s) , 6. 89-6. 94 (1 

H, m) , 7. 09 (1H, dd, 1 = 2. 1, 8. 3Hz) , 7. 19 (1H 
, d, J = 2. 1Hz) , 7. 33 (1H, d, J = 8. 3Hz) , 7. 45- 
7. 52 (2H, m), 8. 13-8. 18 (1H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 

15 

mmm 9 8 

jt&mn 0 0 8(D^m (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
: H ; R 5 : 4-Py r i dy 1 ; n=0) 
20 *HNMR (CDC 1 8 ) 6:0. 9 5. (3H, d, J = 6. 7 Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 6 3-1. 8 0 (1H, m) , 2. 41 
(1H, dd, J = 10. 9, 14. 0Hz) , 2. 91 (1H, dd, J = 2 
. 2, 14. 0Hz), 2. 96-3. 0 4 (1H, m) , 5. 75 (1H, s 
), 6. 51-6. 54(lH,m), 7. 15-7. 19 (2H, m) , 7. 
25 41 (2H, d, J = 6. 1Hz) , 7. 67-7. 71 (1H, m), 8. 6 
1 (2H, d, J = 6. 1Hz) 
FAB-MS (m/e) : 2 8 5 [M + H] + 



mmm 9 9 
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it^mm 1018 (pmrn 

^7XfI/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-Me-Ph ; n = 2) 
X HNMR (CDC 1 3 ) 6:0. 9 7 (3H, d, J =6. 8Hz), 0. 9 
5 7 (3H, d, J=6. 8Hz) , 1. 7 0- 1. 8 7 (1H, m) , 2. 40 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 
2 (1H, dd, 3 = 2. 3, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 3, 4. 9, 11. 4Hz) , 5. 82 ( 1 H, s) , 6. 71-6. 75 
(1H, m), 7. 21-7. 30 (4H, m), 7. 32-7. 41 (2H, 

10 m) , 8 . 1 2 - 8 . 1 6 ( 1 H, m) 

FAB-MS (m/e) :3 3 0 [M + H] + 
PTX^U^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-Me-Ph ; n=2) 
X HNMR (CD C 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 0. 9 
15 9 (3H, d, J = 6. 7 Hz) , 1. 93-2. 00 (1H, m), 2. 37 
(3H, s) , 2. 96 (1H, ddd, J = 3. 6, 5. 7, 8. 9Hz) , 

3. 44 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 47 (1H, dd, 
J = 3. 6, 14. 3Hz) , 5. 80 ( 1 H, s) , 6. 91-6. 95 (1 
H, m), 7. 16-7. 23 (4 H, m) , 7. 43-7. 49 ( 2 H, m) 

20 , 8 . 1 3 - 8 . 1 7 ( 1 H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 



tt&mm 1019 (pmm 

25 mfl^tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-Me-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8 Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 (1H, m) , 2. 38 
(3H, s), 3. 07 (1H, dd, J = l 1. 4, 14. 3Hz), 3. 4 
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2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 2, 4. 9, 11. 4Hz) , 5. 8 3 (1H, s) , 6. 70-6. 74 
(1H, m) , 7. 12-7. 22 (3H, m) , 7. 27-7. 41 (3H, 

m) , 8 . 12-8. 16 ( 1 H, m) 
5 FAB-MS (m/e) : 3 3 0 [M+H] + 

$>7X7-W"?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-Me-Ph ; n = 2) 

'HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz), 1. 92-2. 04 (1H, m) , 2. 36 
10 (3H, s) , 2. 96 (1H, ddd, J = 3. 7, 5. 9, 8. 9Hz) , 

3. 46 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 50 (1H, dd, 
J = 3. 7, 14. 3Hz) , 5. 80 (1H, s) , 6. 8 8-6. 9 2 (1 
H, m), 7. 11-7. 17 ( 3 H, m) , 7. 25-7. 31 ( 1 H, m) 

, 7. 43-7. 50 (2H, m), 8. 12-8. 16 ( 1 H, m) 
15 FAB-MS (m/e) :3 3 0 [M+H] + 



mmm 1 o 1 

io24 (pmm 

mf^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
20 ; R 5 : 3-Ph-Ph ; n = 2) 

'HNMR (CDC 1 8 ) 6:0. 99 (3H, d, J = 6. 6 Hz) , 0. 9 
9 (3H, d, J = 6. 6Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 10 
(1H, dd, J = ll. 7, 14. 1Hz) , 3. 45 ( 1 H, dd, J = 2 
. 1, 14. 1Hz), 3. 51-3. 5 8 (1H, m) , 5. 9 7 ( 1 H, s 
25 ) , 6. 7 8 (1H, dd, J = 2. 1, 6. 3Hz) , 7. 3 0-7. 7 0 ( 
1 1 H, m) , 8 . 10-8. 20(1 H, m) 
FAB-MS (m/e) : 3 9 2 [M + H] + 
S?7XxWv-b (Ar : Ph ; R 1 : H ; R 2 :H ; R 3 : i-Pr;R 4 :H 
; R s : 3-Ph-Ph ; n = 2) 
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X HNMR (CD C 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 1. 0 
1 (3H, d, J = 6. 5Hz) , 1. 9 5-2. 0 3 ( 1 H, m) , 2. 98 
-3. 18 (1H, m) , 3. 4 5-3. 5 6 (2H, m) , 5. 92 (1H, 
s ) , 6. 96-6. 99 (1H, dd, J = 3 . 6, 5. 5 H z ) , 7. 28 
-7. 60 (11H, m) , 8. 16 (1H, dd, J = 3. 5, 5. 5Hz) 

FAB-MS (m/e) : 3 9 2 [M + H] + 



mmm 1 o 2 

ffrtM 1 0 2 6 <DMm 
10 ^7Xfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-C 1 -Ph ; n = 2) 
*HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9 Hz) , 1. 73-1. 88 (1H, m), 3. 05 
(1H, dd, J = ll. 6, 14. 5Hz) , 3. 45 (1H, d d, J = 2 

15 . 3, 14. 5Hz) , 3. 49 (1H, ddd, J = 2, 3, 4. 9, 11. 
6Hz), 5. 91 (1H, s) , 6. 60-6. 70 (1H, m), 7. 31 
-7. 4 2 (6H, m) , 8. 12-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

20 (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H;R 5 : 4-C 1 - 
Ph ; n = 2) 

*HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 88-2. 00 (1H, m), 3. 00 
(1H, ddd, J = 3. 5, 5. 6, 8. 9Hz) , 3. 41 (1H, dd, 

25 J = 8. 9, 14. 3Hz) , 3. 44 (1H, dd, J = 3. 5, 14. 3H 
z), 5. 83 (1H, s), 6. 90-6. 94 ( 1 H, m) , 7. 26 (2 
H, d, J = 8. 6Hz) , 7. 34 (2H, d, J = 8. 6Hz) , 7. 46 
-7. 53 (2H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
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mmm 103 
tt&mm o 8 3<dmj£. 

'^Xf^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 ;H 
5 ; R s : 3 -Me -4-Me -Ph ; n=2) 

l HNMR (CDC 1 8 ) (5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 72-1. 90 ( 1 H, m) , 1. 95 
(3H. s) , 2. 30 (3H, s), 3. 06 (1H, dd, J = l 1. 4, 
14. 3Hz) , 3. 44 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
10 3 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz) , 6. 09 (1H, s 
), 6. 60-6. 6 4 (1H, m) , 7. 16-7. 26 (2H, ra), 7. 
31-7. 42 (2H, m) , 7. 46 ( 1 H, d, J = 7. 7Hz) , 8. 1 
2-8. 16 (1H, m) 
FAB-MS (m/e) : 3 44 [M+H] + 
15 S?7*-rW-V-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R S : 3-Me-4-Me-Ph;n = 2) 

*HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 96 (3H, s), 1. 9 6-2. 11 
(1H, m) , 2. 29 (3H, s) , 2. 7 7-2. 9 0 ( 1 H, m) , 3. 
20 56-3. 68 (2H, m), 6. 04 (1H, s), 6. 69-6. 73 (1 
H, m), 7. 19-7. 2 6 (3 H, m) , 7. 38-7. 51 (2H, m) 
, 8. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 

25 mmm 1 o 4 

i^mm io84 omm 

TOfl/tT«-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 2-Me-4-Me-Ph ;n = 2) 
X HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 6- 1. 8 3 (1H, m) , 2. 03 
(3H, s) , 2. 37 (3H, s), 3. 05 (1H, dd, J = ll. 5, 
14. 3Hz) , 3. 45 (1H, dd, J = 2. 1, 14. 3Hz) , 3. 5 

2 (1H, ddd, J = 2, 1, 4. 5, 11. 5Hz) , 5. 99 (1H, s 
5 ), 6. 63-6. 66 (1H, m) , 7. 02 (1H, s) , 7. 14 (1H 

, d, J = 8. 0Hz) , 7. 31-7. 42 (2H, m) 7. 45 (1H, d 
, J = 8. OHz) , 8. 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 44 [M+H] + 
y77fW-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
10 ; R 5 : 2 -Me — 4— Me— Ph ; n=2) 

X HNMR (CDC 1 ,) 5:0. 9 4 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 98-2. 10 ( 1 H, m) , 2. 20 
5 (3H, s ) , 2. 36 (3H, s ) , 2. 76-2.83 ( 1 H, m) , 3 
. .5 5-3. 5 9 (2H, m) , 5. 95 (1H, s) , 6. 71-6. 75 ( 
15 1H, m) , 7. 03 (1H, s) , 7. 12 (1H, d, J = 8. 2Hz) , 
7. 3 8-7. 4 7 (2H, m) , 7. 44 (1H, d, J = 8. 2Hz) , 8 
. 08-8. 12 (1H, m) 
FAB -MS (m/e) : 3 44 [M + H] + 

20 MffiM 1 0 5 

fc&mm loss (pmm 

y7Xfl/tT-a (Ar :Ph;R':H;R 2 :H;R 3 : i-Pr ;R 4 :H 
;R 5 : 2-Me-5-Me-Ph;n=2) 
'HNMR (CDC1 8 ) 6:0. 99 (3H, d, J = 6. 8Hz) , 1. 0 
25 0 (3H, d, J = 6. 9 Hz) , 1. 77-1. 90 ( 1 H, m) , 2. 02 
(3H, s), 2. 40 (3H, s) , 3. 05 (1H, dd, J = l 1. 5, 
14. 4Hz) , 3. 47 (1H, dd, J = 2. 2, 14. 4Hz) , 3. 5 

3 (1H, ddd, J = 2, 2, 4. 9, 11. 5Hz) , 6. 00 (1H, s 
), 6. 61-6. 65 (1H, m), 7. 07 (1H, d, J = l. 1Hz) 
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, 7. 07 (1H, d, J = l. 1Hz) , 7. 3 2-7. 42 (2H, m) , 
7. 37 (1H, d, J = l. 1Hz), 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 44 [M + H] + 
^77fl/tY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ; R s : 2-Me-5-Me-Ph ; n=2) 

J HNMR (CDC1 3 ) 5:0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 2. 00-2. 12 (1H, m) , 2. 03 
(3H, s) , 2. 39 (3H, s) , 2. 81 (1H, ddd, J = 3. 8, 
6. 0, 8. 4Hz) , 3. 56 (1H, dd, J = 8. 4, 14. 1Hz) , 
10 3. 5 9 (1H, dd, J = 3. 8, 14. 1Hz) , 5. 95 (1H, s) , 
6. 70-6. 7 4 (1H, m) , 7. 0 8 (2H, s), 7. 36 (1H, s 
), 7. 38-7. 48 (2H, m) , 8. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 



15 mMW 1 0 6 

it^mm 1 0 8 7 <OW& 

y7Xfl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-Me-4-Me-Ph; n=2) 
'HNMR (CDCI3) 6:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
20 7 (3H, d, J = 6. 9 Hz) , 1. 75-1. 89 (1H, m) , 2. 29 
(3H, s) , 2. 30 (3H, s) , 3. 07 ( 1 H, dd, J = ll. 4, 
14. 3Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
1 (1H, ddd, J=2, 2, 4. 9, 11. 4Hz), 5. 78 ( 1 H, s 
), 6. 73-6. 77 (1H, m) , 7. 11-7. 21 (3H, m) , 7. 
25 33-7. 40 ( 2 H, m) , 8. 11-8. 15 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 
^77fWt7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R S : 3-Me-4-Me-Ph ; n = 2) 
: HNMR (CDC 1 8 ) <5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 



WO 02/053548 



PCT/JP01/11267 



161 



8 (3H, d, J = 6. 8Hz) , 1. 93-2. 06 (1H, m), 2. 26 
(3H, s) , 2. 28 (3H, s) , 2. 96 (1H, ddd, J = 3. 6, 

5. 8, 9. 0Hz) , 3. 45 (1H, dd, J = 9. 0, 14. 5Hz) , 
3. 51 (1H, dd, J = 3. 6, 14. 5Hz), 5. 76 (1H, s) , 

6. 91-6. 9 4 (1H, m) , 7. 0 4 ( 1 H, dd, J-l. 6, 7. 8 
Hz) , 7. 10 (1H, s) , 7. 14 (1H, d, 1 = 7. 8Hz) , 7. 
42-7. 49 (2H, m), 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 344 [M+H] + 

$mM 10 7 

\t%mm 1 0 9 0 omm 

V77sT-VOr~?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-Me-Ph;n=2) 
*HNMR (CDC 1 8 ) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 

8 ( 3 H, d, J = 6 . 7Hz), 1. 70-1. 90 ( 1 H, m) , 2. 31 
(3H, s) , 3. 05 (1H, dd, J = ll. 4, 14. 4Hz) , 3. 4 

3 (1H, dd, J = 2. 3, 14. 4Hz) , 3. 4 7-3. 5 5 (1H, m 
), 5. 88 (1H, s), 6. 71-6. 74 (1H, m), 7. 03 (1H 
, dd, J=l. 5, 7. 7Hz) , 7. 11 (1H, dd, J = l. 5, 10 
. 6Hz) , 7. 20 (1H, dd, J = 7. 7, 10. 6Hz), 7. 37- 

7. 41 (2H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 34 8 [M+H] + 

y77r^7-b (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4 -Me -Ph ; n= 2) 
'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7 Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz) , 1. 90-2. 11 ( 1 H, m) , 2. 28 
(3H, s), 2. 97-3. 05 ( 1 H, m) , 3. 35-3. 50 (2H, 

m) , 5. 81 (1H, s) , 6. 9 2-7. 0 0 (2H, m) , 7. 03 (1 
H, d, J = 10. 8Hz) , 7. 16 (1H, dd, J = 7. 7, 10. 8H 
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z) , 7. 49-7. 51 (2H, m) , 8. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 3 4 8 [M + H] + 

mmm 1 o 8 

5 fb^lM 1 0 9 2 O^jt 

^7XrVt7-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :4-F-3-Me-Ph;n = 2) 

'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 7 5 - 1. 8 5 (1H, m) , 2. 30 
10 (3H, d, J K _„=1. 9Hz), 3. 06 ( 1 H, dd, J = ll. 3, 1 
4. 2Hz) , 3. 44 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 49 
(1H, ddd, J = 2, 3, 4. 9, 11. 3Hz) , 5. 83 (1H, s) 
, 6. 6 9-6. 7 4 (1H, m) , 7. 01-7. 08 (1H, m) , 7. 1 
5-7. 22 (2H, m) , 7. 3 6-7. 4 3 (2H, m) , 8. 12-8. 
15 1 6 (1H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 
yJ^rkfT-b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 : 4-F-3-Me-Ph;n = 2) 
X HNMR (CDC 1 3 ) 6:0. 95 (3 H, d, J = 6. 8Hz), 0. 9 
20 9 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 3 (1H, m) , 2. 27 
(3H, d, J F _ H =1. 9Hz), 2. 97 ( 1 H, ddd, J = 3. 5, 5 
. 7, 9. 0Hz) , 3. 43 (1H, dd, J = 9. 0, 14. 3Hz) , 3 
. 47 (1H, dd, J = 3. 5, 14. 3Hz) , 5. 79 (1H, s) , 6 
. 89-6. 91 ( 1 H, m) , 6. 91-7. 03 (1H, m) , 7. 07- 
25 7. 17 ( 2 H, m) , 7. 45-7. 51 (2H, m), 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 3 48 [M + H] + 



mmi o 9 
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MMl 0 9 4<Pftjg 

(Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-F, 4-F-Ph;n = 2) 
! HNMR (CDC 1 8 ) (5:0. 98 (3H, d, J = 6. 4Hz), 0. 9 
5 9 (3H, d. J = 6. 4Hz) , 1. 7 5-1. 8 5 (1H, m) , 3. 04 
(1H, dd, J = ll. 9, 14. 2Hz) , 3. 46 (1H, dd, J = 2 
. 2, 14. 2Hz), 3. 45-3. 5 4 (1H, m) , 5. 93 (1H, s 
), 6. 65-6. 90 (2H, m) , 7. 05-7. 20 (2H, m) , 7. 
39-7. 48 (2H, m) , 8. 13-8. 20 ( 1 H, m) 
10 FAB-MS (m/e) : 3 5 2 [M+H] + 

^TXT-W-V-b (Ar : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-F-Ph ; n=2) 

'HNMR (CD C 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
1 (3H, d, J = 6. 4Hz) , 1. 8 8-1. 9 9 (1H, m) , 2. 97 
15 -3. 05 (1H, m), 3. 35-3. 42 (2H, m), 5. 83 (1H, 
s), 6. 95-7. 01 ( 2 H, m) , 7. 05-7. 25 ( 2 H, m) , 7 
. 50-7. 55 (2H, m), 8. 15-8. 20 (1H, m) 
FAB-MS (m/e) : 3 5 2 [M+H] + 



20 mmm 1 1 o 

fc&mw 1095 <om& 

VJZ'rU^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R s : 3-F, 4-C 1 -Ph ; n=2) 
X HNMR (CDC 1 3 ) 6:0. 99 (3H, d, 1 = 7. 0Hz), 1. 0 
25 0 (3H, d, J = 7. 0Hz), 1. 75-1. 90 (1H, m), 3. 05 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 46 (1H, dd, J = 2 
. 3, 14. 8Hz) , 3. 4 5-3. 5 2 (1H, m) , 5. 96 (1H, s 
), 6. 70-6. 77 (1H, m), 7. 11 (1H, d, J = 8. 3Hz) 
, 7. 30 (1H, dd, J = l. 7, 8. 3Hz) , 7. 3 9-7. 4 7 (3 
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H, m) , 8. 14-8. 17 (1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 
mfl/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-C 1-Ph; n = 2) 
5 *HNMR (CDC 1 8 ) 6:0. 96 (3H, d, J = 7. 0Hz), 1. 0 
1 (3H, d, J = 7. 0Hz) , 1. 9 0-2. 0 0 ( 1 H, m) , 2. 98 
-3. 07 (1H, m) , 3. 3 5-3. 4 2 (2H, m) , 5. 80 (1H, 
s) , 6. 92-6. 97 (1H, m) , 6. 99 (1H, d, J = 8. 2Hz 
), 7. 18 (1H, d, J = 10. 2Hz), 7. 36 (1H, dd, J = 8 
10 . 2, 10. 2Hz) , 7. 4 8-7. 5 5 (2H, m) , 8. 12-8. 20 
(1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M+H] + 



MMM 1 1 1 
15 ik&yiM 1 0 9 6 (DWM 

v77r^T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

;R 5 : 3-C 1 -4-C 1 -Ph ; n=2) 
: HNMR (CDC 1 3 ) <5 : 0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

9 (3H, d, J = 6. 6Hz), 1. 77-1. 84 ( 1 H, m) , 3. 04 
20 (1H, dd, J = ll. 8, 14. 6Hz), 3. 46 (1H, dd, J = 2 

. 3, 14. 6Hz) , 3. 45-3. 52 (1H, m), 5. 94 (1H, s 

), 6. 69-6. 73 (1H, m), 7. 22 (1H, dd, J = l. 9, 8 

. 3Hz) , 7. 3 9-7. 44 (2H, m) , 7. 48 (1H, d, J = 8. 

3Hz), 7. 56 (1H, d, J = l. 9Hz), 8. 14-8. 18 (1H 
25 , m) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 
^77f^T-b (Ar : Ph ; R 1 : H ; R z : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-C 1 -4-C 1 -Ph ; n = 2) 
X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), l. 0 
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1 (3H, d, J=6. 8Hz) , 1. 8 7- 1. 9 8 (1H, m) , 3. 02 
(1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 38 ( 1 H, dd, 
J = 8. 9, 14. 4Hz) , 3. 43 (1H, dd, J = 3. 6, 14. 4H 
z), 5. 83 (1H, s), 6. 93-6. 97 ( 1 H, m) , 7. 08 (1 
5 H, dd, J = l. 9, 8. 3Hz) , 7. 42 (1H, d, J = 8. 3Hz) 
, 7. 48 (1H, d, J = l. 9Hz) , 7. 5 0-7. 5 6 (2H, m) , 
8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 



10 HJg#] 112 

K&mw lioo omm 

-J77s^UJrT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R 5 :3-Me, 4 -Me O-Ph ; n = 2) 
1 HNMR (CDC1 8 ) 6:0. 97 (3H, d, J = 6. 7Hz) , 0. 9 
15 8 (3H, d, J = 6. 8Hz) , 1. 7 5- 1. 8 5 (1H, m) , 2. 24 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 

2 (1H, dd, 1=2. 2, 14. 3Hz) , 3. 50 (1H, ddd, 2. 

2, 4. 8, 11. 4Hz) , 3. 86 (3H, s) , 5. 75 (1H, s) , 

6. 7 5- 6. 7 8 (1H, m) , 6. 86 (1H, d, J = 8. 4Hz) , 7 
20 . 14 (1H, d, J = 2. 0Hz) , 7. 19 (1H, dd, J = 2. 0, 8 

. 4Hz) , 7. 3 5-7. 3 8 (2H, m) , 8. 11-8. 14 (1H, m 

) 

FAB-MS (m/e) : 3 6 0 [M+H] + 
mfW-b ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
25 ; R 5 : 3-Me, 4-Me O-P h ; n = 2) 

1 HNMR (CD C 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 95-2. 05 (1H, m), 2. 21 
(3H, s), 2. 92-3. 01 (1H, m), 3. 40-3. 55 (2H, 
m), 3. 84 (3H, s), 5. 76 (1H, s) , 6. 82 (1H, d, J 
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= 8. 3Hz) , 6. 92-6. 96 (1H, m) , 7. 08 (1H, dd. J 
= 2. 3, 8. 3Hz) , 7. 12 (1H, d, J = 2. 3Hz) , 7. 44- 
7. 47 (2H, m) , 8. 12-8. 15 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M + H] + 

5 

mmm 113 
ft&mm 1103 <pmm 

mfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

;R 5 : 3-MeO-4-MeO-Ph;n=2) 
10 ! HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 8Hz), 1. 72-1. 87 (1H, m) , 3. 08 

(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 ( 1 H, dd, J = 2 
. 0, 14. 3Hz), 3. 52 (1H, ddd, J = 2, 0, 5. 0, 11. 
4Hz) , 3. 86 (3H, s) , 3. 93 (3H, s) , 5. 80 (1H, s 
15 ), 6. 75-6. 80 (1H, m), 6. 89 (1H, d, J = l. 7Hz) 
, 6. 93 (1H, d, J = 8. 3Hz) , 7. 00 (1H, dd, J = l. 7 
, 8. 3Hz) , 7. 3 8-7. 4 3 (2H, m) , 8. 13-8. 16 (1H 
, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 
20 ^7Xrl/t?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-MeO-4-MeO-Ph;n=2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 92-2. 07 (1H, m), 2. 98 
(1H, ddd, J = 3. 5, 5. 7, 9. 2Hz) , 3. 45 (1H, dd, 
25 J = 9. 2, 14. 4Hz) , 3. 51 ( 1 H, dd, J = 3. 5, 14. 4H 
z) , 3. 84 (3H, s) , 3. 90 (3H, s) , 5. 80 ( 1 H, s) , 
6. 83 (1H, dd, J = l. 7, 8. 4Hz) , 6. 87 (1H, d, J = 
8. 4Hz) , 6. 92 (1H, d, J = l. 7Hz) , 6. 9 3-6. 9 7 ( 
1H, m), 7. 44-7. 51 (2H, m) , 8. 13-8. 17 (1H, m 
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) 

FAB-MS (m/e) : 3 7 6 [M+H] + 

mmm 1 1 4 

5 tt&fam 110 4 <D98M 

y77fktT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :3, 4— Me t hy 1 ened i oxy 1 — Ph ; n = 2) 

: HNMR (CDC 1 8 ) (5:0. 9 7 (3H, d, J = 6. 8 Hz) , 0. 9 
7 (3H, d, J = 6. 8 Hz) , 1. 73-1. 88 (1H, m) , 3. 05 
10 (1H, dd, J = ll. 4, 14. 3Hz), 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz), 3. 46-3. 53 (1H, m) , 5. 79 (1H, s 
), 6. 00 (2H, s) , 6. 78-6. 83 ( 1 H, m) , 6. 84-6. 
90 (3H.ni), 7. 37-7. 41 ( 2 H, m) , 8. 11-8. 15 (1 
H, m) 

15 FAB-MS (m/e) : 3 6 0 [M + H] + 

v7^Tl/f7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3, 4 -Me thyl ened i oxyl-Ph ; n=2) 

*HNMR (CDClg) 6:0. 96 (3H, d, J = 6. 8 Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz), 1. 90-2. 04 (1H, m) , 2. 98 

20 (1H, ddd, J = 3. 5, 5. 7, 9. 1Hz), 3. 43 ( 1 H, dd, 
J = 9. 1, 14. 1Hz) , 3. 48. (1H, dd, J = 3. 5, 14. 1H 
z) , 5. 77 (1H, s) , 5. 99 (2H, s) , 6. 75 (1H, dd, 
J = l. 5, 8. 0Hz) , 6. 80 (1H, d, J = 8. 0Hz), 6. 87 
(1H, d, J = l. 5 Hz) , 6. 95-6. 99 (1H, m), 7. 46- 

25 7. 5 1 (2H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M + H] + 



m&m 1 1 5 
fc&mm 1105 <dw& 
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>>7*TW"7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3, 4 — Ethylenedioxyl— Ph;n = 2) 
X HNMR (CDC 1 3 ) 5:0. 9 7 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 ( 1 H, m) , 3. 05 
5 (1H, dd, J = ll. 5, 14. 3Hz) , 3. 41 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 (1H, ddd, J = 2, 2, 4. 8, 11. 
5 Hz) , 4. 30 (4H, s), 5. 76 ( 1 H, s), 6. 78-6. 83 
(1H, m) , 6. 83 (1H, dd, J = l. 9, 8. 3 Hz) , 7. 35- 
7. 42 (2H, m), 8. 11-8. 15 (1H, m) 
10 FAB-MS (m/e) :3 7 4 [M + H] + 

^T^T-W-sr— b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 :, i -P r ; R 4 : H 
;R 5 :3, 4-E t hy 1 e n e d i oxy 1 -Ph ; n = 2) 
X HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8 Hz) , 1. 90-2. 03 (1H, m), 2. 97 
15 (1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 42 (1H, dd, 

J = 9. 0, 14. 3Hz), 3. 48 ( 1 H, dd, J = 3. 5, 14. 3H 
z) , 4. 27 (4H, s) , 5. 73 ( 1 H, s) , 6. 77 (1H, dd, 
J = l. 9, 8. 6Hz) , 6. 85 ( 1 H, d, J = 8. 6Hz) , 6. 87 
(1H, d, J = l. 9Hz) , 7. 42-7. 51 (2H, m) , 8. 11- 
20 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 7 4 [M + H] + 



nmm 1 1 6 

ffrtMU 1 1 KPflBS (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
25 :H; R 5 : 3-F, 4-MeQ-Ph ; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 98 
-3. 04 (1H, m) , 3. 3 5-3. 5 0 (2H, m) , 3. 90 (3H, 
s) , 5. 79 (1H, s) , 6. 9 2-6. 9 7 (2H, m) , 7. 15 (1 
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H, dd, J = l. 3, 11. 6Hz) , 7. 48-7. 51 (2H, m) , 8 
. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 3 6 4 [M + H] + 



5 mmm 1 1 i 

\t^mm 1 1 5 8 <P$gjj (3--rV7°Dtf;i/-7--hP-5-7x-;i/2, 3 
, 4, 5, -fh7bPP- 1H- 1 A 6 , 4-^>l/^71?fcf>- 1, 

2-^n ; e-5-^hD-$iftl 0. Og (4 0. 6mmol) \ZfflC&- 
10 #X^6. 0ml £Jn*., 1 2 orTSWMJiaWKKbfca* »S»ttft«ET 
»*IC7xi/-;Hfc 3 0 . 0ml in*., ffi^TJfifcTVl^xtfAe 
. 48g (48. 7mmol) fcfij*., 1 6 0 < CT5^iD^#Lfc. 

-f- K^1t> : Hmx^;UXX7 L >=4 : 1) fc«fcD»«U 

5-xho7xx;i/) (7x-;W ^^y>8. 3g o» : 61%) 

: HNMR (CDC 1 8 ) (5:3. 90 (3H, s) , 6. 97 (2H, d, J 
20 =9. OHz) , 7. 77 (2H, d, J = 9. OHz) , 7. 85 (2H, d 
, J = 9. 5Hz), 8. 16-8. 20 (2H, m) 
FAB-MS (m/e) : 3 3 6/3 3 8 [M + H] + 

xmr'&zntc (2-yp^-5-xhP7xx;w (7xx;v) 

2. 6 0g (7. 7 3mmol) ©^fWATSM (30ml) fc, 

25 t-7^;i/ n— {2-*3Mi/~i- (x;I/7tx;m^;I/) 7°utf;w #jw\* 

*-h3. Og (11. 4mmo 1) »U7^2. 0 9g (15. lmmo 
1) fcjD*., 12 0t;i?2Wl»L «SW£ft7>*x£A;!k»iK£Ss 

iwu iix^px^f;^ wt^iffi ;£t£Ji£i o 
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fc 0 3BaEfc4N:!ftfc**l, 4-i?ttV>*m (10. 0ml) SJpiLMTf 

-*ft#u fcfom%tzmi£T\zmmLrco mmz2, 6-)vm> (20. 0 

ml) fcilttfL (10. 0ml) SSaol/fc. *in&7&* ffl-&*S3P# 

5 tt*i»x^T2iHBififfiufc. ^rzmm^ma-k^mmrmwb, mm 

DYh^77^- (^t>:S»X5 ; JH^T;i'=4: 1) fcJ;D«f«U 3 
— rv^ntf;!/- 7 -Xf>D- 5 -7xX;P- 2, 3-yk HD-1, 4-^> 
W7H\Z> 1. 6 5g (JR*: 6 0%) *KOHfe|*««fcbT#fc. 

10 : HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz), 1. 0 
5 (3H, d, J = 6. 6Hz) , 1. 95-2. 10 (1H, m) , 2. 89 
-2. 99 (1H, m), 3. 42 (1H, dd, J = ll. 2, 12. 0Hz 
) , 3. 62 (1H, dd, J = 3. 7, 11. 2Hz) , 3. 84 (3H, s 
) , 6. 90 (2H, d, J = 8. 9Hz) , 7. 52 (2H, d, J = 8. 9 

15 Hz) , 7. 76 (1H, d, J = 8. 3Hz) , 7. 99 (1H, d, J = 2 
. 6Hz) , 8. 19 (1H, dd, J = 2. 6, 8. 3Hz) 
FAB-MS (m/e) : 3 5 7 [M+H] + 

XU 2 T# £»n& 3 -- f 7 7 P tf )V- 7 - X h P - 5 - 7 iZJk- 2 , 3 - 
tFo-1, 4-^>V5 1 Tiftf> 1. 5 8g (4. 4 3mmol) <7)xh^ 
20 tFD77«10mn:h'J7MnS| (3. 0ml) 30 
KiaUte*** (1. 0ml) ^l<J0 < C(D^T»Lfe. SaJDi&7«, fi^to 

25 ft (10. 0ml) Sin*.* mm^2 8 8mg**90t:©ffl^'T?^*C«jBL 
fc. S£ft&--lftMT?flfc#U ^IW^*^hU9A*»ftT?«iaU ir^ 

*7A^D7h^77^" (AW>:Sil?JH7f>=l : 1) HJ;D» 
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§?U 3 — rV^Dt?;l/-7--hP-5-7x-;i/2, 3, 4, 5, -^h^ 
fcHP-lH-lA 6 , 4 -^>y^7if tf >- 1, 1 -5?tf>©S>7;*xW- 
T-a (4 0 8mg) fecktfb (5 3 0mg) *«S^©Jfttt^j«*t UT#fe 

o 

5 ^7Xf!/tT-a 

X HNMR (CDC1 3 ) <5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 70-1. 81 (1H, m) , 3. 01 
(1H, dd, J = ll. 4, 14. 0Hz) , 3. 37 (1H, dd, 1 = 2 
. 3, 14. 0Hz) , 3. 44 (1H, ddd, 1 = 2. 2, 5. 0, 11. 
10 4Hz), 3. 85 (3H, s) , 5. 71 (1H, s) , 5. 88 (1H, d 
, J = 2. 3Hz) , 6. 51 (1H, dd, 1 = 2. 3, 8. 4Hz) , 6. 
94 (2H, d, J = 8. 6Hz) , 7. 31 (1H, d, J = 8. 6Hz) , 
7.8 8 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 3 6 1 [M + H] + 
15 mfl/^-b 

1 HNMR (CD C 1 3 ) <5 : 0. 93 (3H, d, 1 = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz), 1. 85-1. 99 (1H, m) , 2. 90 
-3. 00 (1H, m) , 3. 30-3. 40 (2H,m), 3. 8 2 (3H, 
s) , 5. 73 (1H, s) , 6. 08 (1H, d, 1 = 2. 4Hz) , 6. 6 
20 1 (1H, dd, J = 2. 4, 8. 5Hz) , 6. 90 (2H, d, J = 8. 6 
Hz) , 7. 26 (1H, d, J = 8. 6Hz) , 7. 89 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 36 1 [M + H] + 



25 



mmm 1 1 8 
o&mm 1157 (omm 

^7^T^-a (Ar : 7-N02-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr;R 4 :H; R 5 : 4 -Me O- P h ; n= 0) 



WO 02/053548 PCT/JPO 1/1 1267 

172 

1 HNMR (CDC 1 8 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
6 (3H, d, J = 6. 8Hz) . 1. 6 5- 1. 7 8 (1H, m) , 2. 49 
(1H, dd, J = 10. 3, 13. 9Hz) , 2. 98 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 06 (1H, m) , 3. 86 (3H, s) , 5. 4 
5 8 (1H, s) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 33 (2H, d 
, J = 8. 8Hz) , 7. 49 (1H, d, 3 = 2. 5Hz) , 7. 75 (1H 
, d, J = 8. 4Hz) , 7. 92 (1H, dd, 3 = 2. 5, 8. 4Hz) 

FAB-MS (m/e) : 3 5 9 [M+H] + 
^7XrktY-b (Ar : 7-N0 2-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
10 Pr;R 4 :H; R 5 : 4 —Me O-Ph ; n=0) 

X HNMR (CDC1 3 ) 6:0. 93 (3H, d, 3 = 6. 7Hz) , 0. 9 
5 (3H, d, J =6. 7 Hz) , 1. 90-2. 10 ( 1 H, m) , 2. 75 
-2. 85 (1H, m) , 2. 9 0-3. 0 5 (2H, m) , 3. 84 (3H, 
s) , 5. 64 (1H, s), 6. 93 (2H, d, J = 8. 8Hz), 7. 2 
15 5 (2H, d, J = 8. 8Hz) , 7. 58 (1H, d, J = 8. 5Hz) , 7 
. 63 (1H, d, J = 2.-3Hz), 7. 93 (1H, dd, J = 2. 3, 8 
. 5Hz) 

FAB-MS (m/e) : 3 5 9 [M + H] + 



20 %mm 119 

tt&mm 1159 omm 

5?7Xfl^t?-a (Ar : 7 -N3-Ph ; R 1 : H ; R 2 : H ; R 3 : i - P 
r;R 4 :H; R 5 : 4 -Me O-P h ; n = 2) 
X HNMR (CDClg) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
25 6 (3H, d, J = 6. 8Hz) , 1. 7 0- 1. 8 2 (1H, m) , 3. 05 
(1H, dd, J=ll. 8, 14. 0Hz) , 3. 41 (1H, dd, J = 2 
. 0, 14. 0Hz) , 3. 48 (1H, ddd, J = 2. 0, 5. 0, 11. 
8Hz) , 3. 85 (3H, s) , 5. 73 (1H, s) , 6. 31 (1H, d 
, J = 2. 4Hz) , 6. 96 (2H, d, J = 8. 5Hz) , 7. 03 (2H 
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, dd, J = 2. 4, 8. 4Hz) , 7. 29 (2H, d, J = 8. 5Hz) , 
8.12 (1H, d, J=8. 4Hz) 

FAB-MS (m/e) : 3 84 [M+H] + 
y7Xfl/t"?-b (Ar : 7-N3-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
5 r;R 4 :H; R 5 : 4-MeO-Ph ; n = 2) 

X HNMR (CDClg) 5:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 90-2. 05 (1H, m) , 2. 95 
-3. 04 (1H, m) , 3. 35-3. 50 (2H, m) , 3. 82 (3H, 
s) , 5. 76 (1H, s) , 6. 54 (1H, d, J = 2. 2Hz) , 6. 9 
10 2 (2H, d, J = 8. 6Hz) , 7. 09 ( 1 H, dd, J = 2. 2, 8. 5 
Hz) , 7. 23 (2H, d. J = 8. 6Hz) , 8. 13 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 3 8 7 [M+H] + 



15 mmrn 120 

jk&Mll 1 6 4(DMm (Ar : 7-MeQ-Ph ; R 1 : H ; R 2 : H ; R 3 : 
i-Pr ;R 4 :H; R s : Ph ; n=0) 

'HNMR (CDC1 3 ) 5:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 5 5- 1. 7 5 ( 1 H, m) , 2. 38 
20 (1H, dd, J = 10. 8, 13. 8Hz) , 2. 84 (1H, dd, J = 2 
. 1, 13. 8Hz), 3. 00-3. 08 (1H, m) , 3. 58 (3H, s 
) , 5. 66 (1H, s) , 6. 14 (1H, d, J=2. 7Hz) , 6. 62 
(1H, dd, J =2. 7, 8. 3Hz), 7. 25-7. 45 (5H, m), 
7.5 6 (1H, d, J = 8. 3Hz) 
25 FAB-MS (m/e) : 3 14 [M+H] + 

mmi 1 2 1 

1k&®m 1279 omm. 



S^^W^-a (Ar : 3, 4-Py r idyl ; R 1 : H ; R 2 : H ; R 3 
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: i -P r ; R 4 : H ; R 5 : Ph ; n = 0) 

: HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 7Hz), 1. 67-1. 80 (1H, m) , 2. 46 
(1H, dd, J = 10. 5, 14. 1Hz) , 2. 98 (1H, dd, J = 2 
5 . 1, 14. 1Hz) , 3. 10 (1H, ddd, J = l. 9, 4. 9, 10. 
5Hz) , 5. 54 (1H, s) , 6. 64 (1H, d, J = 6. 0Hz) , 7 
. 35-7. 46 (5H, m) , 8. 21 (1H, d, J = 6. OHz), 8. 
7 8 (1H, s) 
FAB-MS (m/e) : 2 8 5 [M+H] + 
10 ^TX-rW-V-b (Ar : 3, 4-Pyr idyl ; R 1 : H ; R z : H ; R 3 
: i-Pr ;R 4 :H; R 5 : Ph ; n=0) 

X HNMR (CDC 1 3 ) 5:0. 9 4 (3 H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 6Hz) , 2. 00-2. 12 (1H, m) , 2. 75 
-2. 85 (1H, m), 2. 95-3. 00 (2H, m) , 5. 64 (1H, 
15 s) , 6. 80 (1H, d, J = 5. 9Hz) , 7. 2 8-7. 4 3 (5H, m 
), 8. 23 (1H, d, J = 5. 9Hz) , 8. 66 (1H, s) 
FAB-MS (m/e) : 2 8 5 [M + H] + 



%mm 1 2 2 

20 tt&mm i28i <om& 

v^T^W-V-a (Ar : 3, 4-Py r i dy 1 ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R s : 4-PhCH20-Ph ; n=0) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz), 0. 9 
6 (3H, d, J = 6. 9Hz) , 1. 6 5-1. 8 0 (1H, m) , 2. 45 
25 (1H, dd, J = 10. 4, 14. OHz), 2. 94 ( 1 H, dd, J = 2 
. 0, 14. OHz) , 3. 10 (1H, ddd, J=2. 0, 4. 9, 10. 
4Hz) , 5. 10 (2H, s) , 5. 46 (1H, s) , 6. 69 (1H, d 
, J = 5. 9Hz) , 7. 04 (1H, d, J = 8. 7Hz) , 7. 29-7. 
47 (5H, m) , 7. 28 (1H, d, J = 8. 7Hz), 8. 22 (1H, 
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d, J = 5. 9Hz) ,8.76 (1H, s) 

FAB-MS (m/e) : 3 9 1 [M+H] + 
^TXxW-V-b (Ar : 3, 4-Py r idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R s : 4 -P h CH 2 O- P h ; n= 0) 
5 ! HNMR (CDClj) 6:0. 95 (3H, d, J = 5. 7Hz), 0. 9 

5 (3H, d, J = 5. 7Hz), 1. 98-2. 10 (1H, m), 2. 71 
-2. 8 2 (1H, m) , 2. 9 5-3. 0 0 (2H, m) , 5. 0 8 (2H, 
s) , 5. 58 (1H, s) , 6. 82 (1H, d, J = 5. 8Hz) , 7. 0 
0 (2H, d, J = 8. 7Hz) , 7. 10 (2H, d, J = 8. 7Hz) , 7 

10 . 2 5-7. 4 3 (5H, m) , 8. 23 (1H, d, J = 5. 8Hz) , 8. 

6 5 (1H, s) 

FAB-MS (m/e) : 391 [M + H] + 



nmm 1 2 3 

15 ft&mm 1 2 8 8 (DWt 

^TXfl'tY-a (Ar : 2, 3-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 

: i-Pr;R 4 :H; R 5 :Ph; n = 0) 
'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J =6. 4Hz), 0. 9 

7 (3H, d, J = 6. 4Hz) , 1. 7 0-1. 8 0 (1H, m) , 2. 64 
20 (1H, dd, J = 9. 8, 14. 1Hz), 3. 01 (1H, dd, J = 2. 

1, 14. 1Hz), 3. 02-3. 12 (1H, m) , 5. 44 (1H, s) 

, 6. 85 (1H, dd, J = 2. 0, 7. 9Hz) , 6. 95 (1H, dd, 

J = 4. 8, 7. 9Hz), 7. 30-7. 43 (5H, m), 8. 29 (1H 

, dd, J = 2. 0, 4. 8Hz) 
25 FAB-MS (m/e) :2 8 5 [M + H] + 

v'TXxWT-b (Ar : 2, 3-Pyridyl ; R 1 : H ; R 2 : H ; R 3 

: i-Pr ;R 4 :H; R 5 : Ph ; n=0) 
: HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 2Hz), 0. 9 

6 (3H, d, J = 6. 6Hz) , 1. 86-2. 01 (1H, m) , 2. 80 
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-2. 90 (1H, m) , 3. 05-3. 11 (2H, m) , 5. 56 (1H, 
s) , 6. 92-6. 96 (2H, m) , 7. 28-7. 42 (5H, m), 8 
. 28-8. 30 (1H, m) 
FAB-MS (m/e) : 2 8 5 [M + H] + 

5 

mnm 124 

tt&mmi 2 9 KDWk (Ar : 5, 6-Pyr idyl ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n=Q) 

J HNMR (CDC 1 ,) <5:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
10 8 (3H, d, J = 6. 7Hz) , 1. 6 5-1. 8 0 ( 1 H, m) , 2. 48 
(1H, dd, J = 10. 8, 14. 1Hz) , 2. 9 5-3. 0 5 (2H, m 
) , 5. 68 (1H, s) , 7. 02 (1H, dd, J=4. 7, 7. 6Hz) 
, 7. 27-7. 46 (5H, m) , 7. 88 (1H, dd, J = l. 7, 7. 
7Hz) , 8. 32 (1H, dd, J = l. 7, 4. 8Hz) 
15 FAB-MS (m/e) : 2 8 5 [M + H] + 



20 mmmi 

it&mm 1116 ofc&m 4 5 m) 
mnwtfcv 1 5 

%m 7 5 

25 # ^wesfcAnx* ^±^1 tit 



^£•4*00 1116 (Dit^m 
mm 1 5 



45 m) 
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%m 1 6 

#V\Z-)V7)Vzi-)V 3 
0 

^-ci^Lfci, ffiwmL-amh* ^rwmvn 4 i~i 1 1 nm 



mum 4 



& M ± <D f ij ffl pI IE 14 

mmmthTmmx&z, 
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[I] 



;i/sf?S, -hns, ^ny>ff, tFn+yi, ^;p$;i/7$y 
10 ^«©ISfngL<«^tgfn©C3-c 9 jifWS, 77J^j«, n-7^ 

^;i/7^y*> n, N-i?77;W75;s, 7^;wi/^v*. 7^;v^ 

;v*;i/3j?-;H6, n-7^;w^;wwji^ 7U-;i/*> n-7U-;V7 
n, N-^7U-;i/75/S, 7U-;^*^«, 7 u-;^;^-^ 

X, 7U-;^;^-;i/^->s, n-tu-^^-^ts/s, n-7U 
15 -;i/7,;^-;i/75yc 1 -c 6 7;i/^;i/75/*> n-7U-;P7.;^-;i,75 

/ C x - C x o 7)l*M)]sA : E'C)V&, N - 7 U -)V7.)V-fc—)V7 5 / C x - C 6 

^->S, 7U-;i/7.;V7/' c E:<;vc 1 -c 10 7;w^;i/n ; e<;^ 7U- 
7^ ;wc x - c 6 7;i/n ^XM-jm, n - 7 u -;i/*;w\*^-r ;p 
20 S> 7D<ji/S, 7n^'>l, N-7D-r;i/* > n- ( N-yn<^7$;) c 
1 -C 10 TJV&WVWtt-l N-7D-f;V75yC 1 -C 6 7)VU 

Crcjwz-fjn, c 2 -c 6 7;i^j/<;i^^>S, n-c 2 
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-c 6 r;kfr/-r;i/75/^ n, N-^-c 2 -c 6 7;k*7/-f;i/75yS, n 

-C.-C^J^JVJ^/m. N, N-v-Ci-CeT^^T^/a, N~C 

N-c 2 -c 6 7;^^*;ww;i/S, n, n-:/-c 2 -c 6 7;Wt~ 

6 * is c 1 - c j o 7;v^;i/*;wN ,; E-r n - c 2 - c 6 7;m 

-;i/C j - c x 0 7;wi/#;ww;i^ n - c a - c 6 7;^^>#;i/fc;!/7 
5 / c ! - c 1 o 7;!/^^* N-c 1 -c 6 7;i/n^ i/^;i'^^;i/7 

10 7)V^r)V7,)Vy7^JVM, N, N- 5?- C, - C 6 7)V*r)]sZ)Vy 7^ JIM, 

c r c 6 7MHJk7^-M 1 c 1 -c 6 7;WK*;i/*:^S, c^Ce 
7;m^vS, c 1 -c 6 7;vn^^;i/^~;vs> 7sy c 1 -c 6 7;v3^^ 

N-C 3 -C 6 ^D7JW75;l, N, N-S?-C 3 -C e 

^□7;m^7^/s> c 3 -c 6 ^d7MM^'>i, n-c 3 -cv> 

15 ^P7MMJWt ; E'fJH 1 N, N-^-C 3 -C 6 5^D7;Wkfr;Wt ; E-f 

;i^s>&£^e>M&£n£«&*, 5 x« 6 moists, s^k^> i?^ 

BfRl«f»^5^ 0 m\ttiz>Mmwtt 1 gi^fc d 1 b 5 

Silgb < tefr&iiMfn^b < tt^Hfn© c x - c 9 itJ3^S> c 1 - c 6 7;vn 
20 3^>g, c 1 -c 6 7;^;V5 1 ^ N-c 1 -c 6 7;WP75ys, n-c x - 
c 6 7;w*;k27 ;w w n - c x - c 6 7)V^)V^ti)vn^ Jim* e> fc 

7 - c ! 5 5 ^ b < a 6 9kommmm b < «S6*ir^ mmm 

Aril frmm^ 7^KS, 75 *;ww;i/S, #;wrE<;i/7$ 

Zfrfrm, -hDl, AD^r», fcHD^v*, •fcll'S.Jim, ft)V$)V7$. 

^©^fn^b<^»oc 3 -c 9 j(g J ^^ 7^;wi/S, N-75 
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;i^;K7S/s, n, n-^7^;v*;1/75/^ 77)V*)V***sm, 7?)V 

7==/g> N, N-^7U-;i/75/S, 7U-;^^->s, 7U-^7;;^n 
7U-;i/x;u*-;i/^^ N-7U-;^;i/3io^7^/g, n-7 

5 U-;V7>;i/*;r:;i/7^y C!-C 6 7;WV7^yS> N-7U-^7,;^n;W7 

^ J c ! - c j o 7;v^;i/* ;v/VE>r n - 7 u -;vx;i/^n;V7 syCj-c 

7 'J-HJl/7 7 t-f ! - C 10 7JWW WM, 7U 

-;i/7;;P7 r^)vc x -c 6 7)Vn^ti)v^)vm, n-7 u-;p*;wt^^r 
10 ;vs> 7D-r;i/*, 7D^i/S> N-TD'f;^ n- ( n-7ckj|/7^/) 
c i - c j o 7; wv#;w w n - 7 ;i/7 $ y c x - c , 7;io 

c 2 -c 6 7;i/*y-r;vs> c 2 -c 6 7;k&y<;k*^>x, n-c 
2 -c 6 7;^y^;i/75/«, n, N-^-c 2 -c 6 7;i/^/-r;P75y^ 

N-Ci-C^^^^y*, N, N-^-C 1 -C 6 7;i/^757S> N- 

15 c 1 -c 10 7;i/+;^;ww;i/S, n, n-v- c r c 10 7MM;i/At 
N-c 2 -c 6 7;i/3r-;!/#;wt^f;i^ n, N->?-c 2 -c 6 7;Hr 
N-7$/c 1 -c 10 7;i/^;v*;w^-r;vs> n-c^ 
- c 6 7^3 3^>c x - c j 0 7;^;v*;wtie-f n - c x - c 6 7;io 
c ! - c j o 7K;w;wtt>f n - c x - c 6 7;i^n 
20 y c , - c ! oT^w^^-f N-c 1 -c 6 7;i/n^v*;i/^- 

^SyC^CJj^^y^M-M, C r C 6 7Wftl, N-C x 
-C 6 7;l/^X^7 7 ; e<;i/S> N, N-y-C r C 6 7»7^77^ 

c,-c,7Kji/7JV7>frM, c 1 -c 6 7;v^;px;^-;^ c x 

25 ^>#;!/fc;i/S, N-C 3 -C 6 ->7D7W75;I, N, N-v-Cg- 

c 6 ^D7;»7$;i, c 3 -c 6 >>2uy)i*r)VJr*>>& n-c 3 -c 6 
<;Wfe5*6)S:*»*>6a#;sn*«tefe 5 x& 6 Moists, & 
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mm^ v < tefr&mQffiam v < o c 1 - c 9 immM, c.-c^jvu 

CrC.TJWVftS, H-C l -C a 7)V3r)V7S.;&s N-C x - 

c 6 7)v*M)vn^ jvm, n - c x - c 6 TJWi&ttjw^ )V&& & & 
7 - c ! 5 t isx« 5 f l < a 6 icitm sb<^m^ 

io ti-siio 



3. R 3 fr\ C 2 -C 6 7WI (fib, n-^;PaStt»<) 
15 ft^Uf. 

5. R 5 fc£^T, Hmmi«t, 7x-JH v 

*~>;i^ ~>77S, -hn«, ADy>Jgf, hFD+^g, #$©S£ffrgL 
20 <tt^«Sft©c 8 -c 9 iei!ms, 7^;w^ N-7^;i/^;w7^/s, 7^ 

u-;Hk N-ru-^rs/*, 7U-M+yi, 7U-;ux;^-;p«, 
7 u -;i/x;i/*n;^+5/ai, n - 7 u -;vx;i/te;i/75 / c , - c 6 7)Vn + 
7U-;^;u7 7 : E-r;i/S, 7^-)vx)vyr : t-()V't^ym 
25 , 7U-;i/x;i^7T ; E<;i/C 1 -c 10 7;i/^;i/^;wt ; E-r;^ 7U-;k?uu7 

-(Jim, 7u^m, N-7D-f;wfc c 2 -c 6 7;u#/-r;i^ c 2 -c 6 7;u 
fty-ov^vs, N-c 2 -c 6 7;w;-fJk7$yi, n, n-s?-c 2 -c 
6 7;^/-r;i/7$/s, n-c 1 -c 6 7;^;i^757^ n-c 1 -c 10 7;^ 
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)VfJ)Vn=E4Am, N, N-5>- CrCHTM^JW^'fM, N-C 2 

-c a 7j^-;i/*;wtt>r;ns, n. N-i?-c 2 -c 6 T;^-;^jwt ; E-i' 

c i - c ! o 7;w^;w^-f n- c , - c a :r;io*5/;&;v#3>c 1 - c 

C! -0,7^3*5/*;^-^*, 7^y c 1 -c 6 7;i/34 i v*;^ 
N-c 3 -c 6 y^nm;i/75;s, c,-c,'>^D7;w^ 

10 iM7$*3JHk tf^u^3;ps, tTDU^r^s, t?DU-;ps, ^WJ/ 
& -f v^^/u;he, -fV3=7v*y;wk -r^vy;^ ^iti/y;^ 
, ^^77u;us, 5=-7 > /u;PS, ^7v7v*y;i/«, ?x-;n, h»J7 

15 & -f VOHU;W3£, <>^VU;VS> -r>H'JJH, Ifl/>mv7i 

#;wtyy;i>*, ^t^J-M, ^ywjrjn, */y;i^g, ^ 

£, ^7^ys?3.;p», 7it"7-JH, 7itW-;n, *i>*M$.W 
20 u;p*> ^y^i^/y^s, ^>7^77u;^> ^>yh'j7i/u;ws, 

»tK lfcV>b33*tt©C 7 -C 1B **#*8**a*, 7^7^1/3;^ 7^ 
v>3Ml^ 7>^y;i/«, Ot-M, 7it>7'JJHT?2iD, 5^L< 

«6M«m^s^\ -<7**i*-v*y;i/g, ^V5 1 7yy;i/S, -rs^/y;^ 
25 > ^*y-7y;i/», ^rvvjvm. rrvyvvjuL ?xzjh, h>j77u 
;!^, trysw*, «5>3;Wk t£ys5?3;p«, try^^s, tr^/y 
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, <fv*/y;Wk <voh»jm, -f>^/u;^ ohum, -r>h* 
7it>7'J^;H, 7xt>7nij^;i/S, ^ 

5 >m7x-JVS, ?tt7f-JH, ^■75 L 5?-;HS, 7xt^-JH, 7 
x^+h^~;VS, 7i/f7^S, 7^^^~;i/^ 7°xU^-;w^ 7 

g-jus % ^>\Ar^/u;us, ^>i/2-*i*vu;i^ ^>i/^7Vy;i/£ 

Wfl^>y^y7x -JUT? h £ m&m l fcflBft 
10 6. Ar&C&^T, p^^Si^ 7x-JH> ^7^;i/*T&D 

v77S, -hDl, /\D^>If, kh'n+yi, ^©ggfn^ 

> 7U-;v7;i/fe;^^^ N-7U->7;^-;i'75 7c 1 -c 6 7;i/n 
7U-;P7;i/7r ; E-f;i/S, 7U-;i'7;i/7 7 ; &-r;i/^-> 
7U-;i/7;i/77 ; &i';i/C 1 -c 10 7;w^;w^-<;i/S, 7U-;I/t;;1/ 
20 77 ; E-r;uc 1 -c 6 7;pn^^;i/fc;^ N-7U-;i/*;w\^-r;^ 7 

7n+yl, N-7D^M, 02-0 67^7^;^ c 2 -c 6 

7;i/#/<;w^>g, N-c 2 -c 6 7)v%;^)iT$ym, n, n-^-c 2 
-c 6 7;i/^7-r;P757^ N-c r c 6 7;W75yi, n-c^Cjo 
7;^;w*;w^<;ps, n, n-^- c 1 -c 10 7;wu*;ww;^ n 
25 -c 2 -c 6 w-wwm, n, N-^-c 2 -c 6 7;^-;^;wt 
=t^jm. N-75/c 1 -c 10 7;u^;i/*;wt ; E-r;i/^ N-c 1 -c 6 7;m 
*>>c x - c j o 7)V^ts)vn^ )vm, n - c x - c 6 7;wn * ~>;*7;i/fc;vc j 

7)i>3*~>m, c 1 -c 6 7;P34 i '>*;i/^->'^ 7syc 1 -c 6 7;ta^y 
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* -fs^/'jzm fh7kFD77^n, tf^yus?-;^ t^yur. 
)v& &ivv-)v& Hou^;i/S> trou-j^ w 

5 *yya> -rv^u-yu^s, -rv^Tyu;^ -f^yjM, **+i-y 

, tf^yy^g, tfnu;i/S> t?7-;w*> 7u;i/*> t^us?-;^ ^rv* 
yy;i^ -rv-r>b*u;ps, -f>yyy;^> ohu^s, x?]/>p#* 
io y7x-;n, Ajwtyjjn, *^yy~;i/g, ^r/^u-;i/S, *yy;p 

s^yy^ak ^>y*-*i*-yy;i/X, ^>y^ryu;^ ^>yhuxyu 

15 ^>i/77nM, v f kHn^>y77^;V*, ^f!/>-7t^7i- 

^K«6M©«*iiix^ -fvtfwyy;!^ -rv^yyu;^, •I'^.yy 
y;i^ **u-yu;m, ^ryy;^, ^T^ryy;^, ^x-;ps, try 

20 tf^s?-;^ tru5^-;i/«, tfu^-^a, tr^yy;^ trn 

y;wk tr7-;m, 7u;p**t*o, g*®^ mmm^Rxmrnm^^ 
zm&vm&nzmmm^* i o i s^isim i t zmtv> 
msmm^mmm (5eb<tt6jKo*aat36si*<. ) ^ 77Uv-;i/*> 
-fv*yu;Hi, ^vof'jjh, <>^yy;v», <>F'jm ohu 

25 i?k>y^y7i^n, #;wwy;i^, *^yu-;p«, * 

/WJ^;H, ^y>j;i/S, 7n?-M, -fy^a^-;^ ?n*-;i^ 
^t7i^H, ftt7f-JI4 ^7^^n;i/S> 7it^JH, 7i 
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